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(57) Abstract: Adenine derivatives 
represented by the following general 
formula (I) wherein X represents NR 3 
(wherein R 3 represents hydrogen or Ci. 3 
alkyl), etc.; R 1 represents optionally 
substituted alkyl, etc.; R 2 represents hy- 
droxy, etc.; and Y represents an optionally 
substituted aromatic heterocycle, etc ; ; 
tautomers thereof or pharmaceutical ly 
acceptable salts thereof;- and drugs such 
as interferon inducing agents, antiviral 
agents, anticancer agents,, type 2 helper T 
cell-selective immune response inhibitors, 
antiallergic agents and immune response 
controlling agents containing the same as 
the active ingredient. 
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mm m 

fog-mum, m7U)V¥-MRtff&&)fo&mffiMm<DmMizm-?z>o 

BmRUcm^mmm, ^im^mmmmtvxmizm^^tix^^ B w 
\z c mM'$k \z n^m±m- © Men £ & o t v>s „ -i>$-7-s.u>\±ft 
j-mm 2 75 o# y d , aeftix.ffi$)§ ^awmntttc j: o r 
sssstu ft«-icj:-pTo^*«g#Rrin?*s. tot, ftDistrprtefc'f >^ 

S*©— #U (I) :#U (C) ^U*;V#*2/W-h^:^©i«^ 

(Mayer, G.D., et al. : Science, 1970, 169, 1214, Nichol, F.R. , et a 
1. : Antimicrob. Agents Chemother., 1976, 9, 433 , Stringfellow, D.A., et 

al. : Antimicrob. Agents Chemother. , 1991, 15, 111) > »*»*j&«iS< , 
WM^<Dm^(DtzibmmMitLX(Dmmtmit^nx%ft (Re iter, M.A.,.et 

al. : J: Leukocyte Biol. 1994, 55, 234) . mo&fr^-i ^-7xD>^l 
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Zifi (EP 145,340) , R-837CD-Y >*-7in>»IHgtttt«<, HftU8©&«> 
xn>8§Bftuaj&Jfc5£££J| 1 ttlb£ (W099-28321) . U^U CftS©^** 

4$n«-U--f.h*-f >fctt-f >^-n-f^>-2 (IL-2) ^>^-7iD>r 
(IFN-t) fc£'rt*&D, Th2ffllfi#6g£3ttS *>©£«, -f > ^ — □ -f =t- >-4 
(IL-4) W>^-n-f^>-5 (IL-5) UEtfh2> a ThlHtJ-^ 

xU7^^Kl»r*«»!l»ffl&£©lffllfittftftK:H#bTViSCi:3&J»5nTVi 
*. Th2«1M hA>f>ttB*BIJfi^&-©tft#*^£©tttt*3S^ia4UTVi*. 
*!CIL-4»aBlifiK:lgEtt#©*fe.*»3»*-&*S*, Th2ajft©»ft«»f^ffi* 

H"^Jt^^^Th2Sffl)3&^^tT^7P;V^-14^^©a#©a^(r.^^T 

»E*i&©Tii2flHM h#-r >©iiW^8e>e.nTv^ 0 :ti^«®Mi:. 

Cttmmr&Zo gfc^T-a-f K^J«Thl*i;OTh2Vi-rn©TmtMLT%. 
JWBfcfflU'Sfcft, Tlil«lBl*ail!(Lfcll*ibT*«i**5l*jHJirci: 
j&sfcS. ^±J;0Tli2M©^JS^$illRW^ffll®-r^>m^I«> rtJfeMjBfcr 
di^<^^7Wl'^-^S©^mt^§e:i:^#T#«, 

^BJ©li* 

tfHBttiRK:«#, *5fiW©BWtt, BjgRtfCSIff^ x-f Xfc^©*^ )V7, 
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( 1 ) -jKaS ( I ) : 

NH 2 




(I) 



■CSC*, Xtt, NR 3 (R 3 «7K^iI^U<«^^l~30D7;i/= i lr;kS) > 

■«#«tfe®7;v$r-;i>*, mm^b 7;i^-;i/«, sm^b<^ 

manor v —^at, < a^ficAfnr u ; r 2 «, 

«#Bifc0* S*®^, BSfSIC^ 

(2) KrfB-«s; (i) ic*vix> RW**»:i'-8®r;^;i/a6, kih$c2~80 
7;v^r-;us, ^0^:2-80 7;^ ^*»2~8©7;wii^->7;^;i/^ 

(3) MfE—$25& (I) CfcHT, R , ^^l~6©7;i'^*Tfe§Mi2 (1 
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) X\$ (2) 

(4) fafa-flSiS (I) fcfcHT, NHT»&3fufE (1) ~ (3) (D^ttL 

(5) isib-« (i) \z&^t, mmmTT'&zffim en ~ o) © 

(6) tu-fB-$5£ (I) \Z&^T, Y#> #tIfl<ttlI©H'J^>gXS 

m&%L<mmm<D¥7z?>%kT»&z>mm (i) ~ (5) ©v^n^iciH^o 

(7) Mf2-$:£ (I) fc:fc^T> Y#, #fIfU<a«I©t7^1/>lX 
««^L<«#K^0^^7x>?iT^^tuiB (1) ~ (5) ©Vi-rtl^fClB 

(8) Mia-^ (i) fcfe^x, y^, j^iu~4©7;m^i^ ^$ci~4 

i~3e^o&fi^>tT?)Sfff2 (i) ~ (6) &^~fnfr\zmWi,(Dtk&m a 
o) Mf3-fS5£ (i) iz&^x. m.mm~~4<D7)v*)i<m, $imm~4 
(D7)vu^m. 7mm, mmm~4<D7)i*)v^m. Any 

)\>7^;m, t:nijy-jn, tr^u^/*S:^;u^'jys^e»^§^^e,M 

;H£T?**K WzRmgT&SffrIB (1) ~ (6) , (8) <D^-ftlfr\zmm<D 
(1 0) lift NH XtemSfIC : ?T-&3 (9) f2H©ft;£t). 

(i i) mib (i) ~ (i o) 0^tnMzmm<Dik&®*m?j}mt-?z>i2in 

(12) lulB (1) - (10) 0^?nfrlzmM<Dfc&W*#$)J$,ft£-?Z>'1 > 
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(i 3) mm (i) ~ do) m^nft\zmm<Diki$m*^®imtr zmv 
d4) mb (i) ~ do ®^?ftMzmm<nfc&w%ii®>m£?%&im 

Mo 

(1 5) mm (1) ~ (10) ou?nMzmM<D4k&W*%®)fctt 

d6) it ib (i) ~ d o) (o^nrnzBrn^it^m^^mt-f^T 
d7) mm (i) ~ do) m*?nfr\zmn<Dit&® z>&m 
*%®<Dik&miz^Twm\zmw?2>o 

-m^, (I) \Z&^T> mz&tt%7)l*)Vm, 7 ))/>r-)Vm&tz.te.7 )i>*r- 

o7Ji*~)vm-t)W$.is\,\ i$t>\z, mz&nz>7)v*)vm, r^r^vs&fc 

2-^Ptf;w^ 2-^^;vs, i-^>3\n^ 2-^>^;p«, 

i-^^as* 2-A^>;Hg, l-A^fjH, 2-^\y^;PS, * 
zj-jvm, i-^)Vfn}f.)vm. 2-^^;i/7^;i/*> 3-^^;p^;ps> 2-*^ 

)V^>^)V^ Z-^)V^>^)Vm, 4-^)V^>9-J^ t^fy^'sivm, 
^?;K^JH, 1, \-^^)VJL^)Vm> 1, l-5?^^^nK;«, 2-x^ 
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1-t Hn^v^nHJVS, 2-t KD+^n ¥)vm 
, 3-t \*U*z/yu¥)Vm, l-tFD^y^;H, + 3- 

MfB^m~8©7;io^7;w*;p»£i,Tte, MAtf* h^^^^vs, 
2-^ S^x^ji/S, 3-* h*^ 4-p<h^^^;^> xh+w 

2-xb^vX^;^ 3-l^y^DfM»tf £*13 0 

(I) r.&V>T\ RHc^37U-;i^^fctt^n7U-;V^£: 
l/TH 7i-JH, l-^^^l/S, 2-^-7^S, 2-tfiJv;P», 3-tf Uv 5 ^. 

4-t 3 'J^;VS, 2-f7y-JH, 2-HU5^x;PS, 4-kT 

'JS^S, 5-fc 0 U$v?x;i/S, 2-7U;VS, 3-7 UJl^ 2-^Xx;i/S, 3- 
^xx^S^^f^^^n^o ±f37 U -JVm&tcte^n 7 U 

S, AO^>g^ 7^/S, ^mic2~80^7;V^r^75 7^ ^3tifcl~4© 

7/^^Si:LT^ x^;i^ l-7 c Dtf;US, 2-7°nt!;i^ 1-7* 
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it. 2-7 h*S/gft££^tfS£ Wfa«*»2-80^7;p*;>7$ 

ymtbxfe, z?*?-}V7$.;m, s^xws/*, v^otr^s/^ 

Kic^*»:i^4© j ey7;wu75/*tbTtt, *^;i/7$y 
& 7°afc!;V7^/S, T^io'S/ifefcE&S&tffcsiitfT 

ltlB^^l~4©7;^;P5 1 ^*tUT«> ^ji^tf*, xg^vg^S 
, i-7"n tf^eM-a, z-^DKmx, i-^;v^^-S> 2-^;i/^^-»> t- 

«mS?: : t-r^R , r.^^§7U-^S^7h^^D7U-;l/*i:bT«, 2-* 
?^7xx;Vg, 3-*3^1/7xx:;i/S> 4-^?Jl'7xrjH, Z-I^V^iXJV 

& MfjV7x-JH, 4-x^;i/7x~ji/S, 2-ynH;i/7xx;vg. 3-7*0 
kVK7x-;n, 4-7 p nt°;v7x-;i'g, 2-r yypt:^7xzjn, 3— ryy 

Dk!;i/7xx;H, 4—f V 7°Ptf;i/7xZ:jI/S, 2-^JV7x-Jl/S, 3-7^1/ 
7x-M, 4-7*f.)V7xx < iI/S, 2-^nn7xx^i, 3-^nn7x-;VS, 
HOD7x-;H, 2-7;i/tD7x--M, 3-7Jl/tP7xX;H, 4~7JVrt 
U73L-)im. 2-^h^->7xx;VS, 3-^b^'>7x-M, 4-* h^>7oc 
xJVg, 2-xh^i/7x-JH, 3-Xh+v7xZi!/«, 4-lh4^>7x-JH 
, 2-7a^+y7xx;H, 3-7°dj?^>7xx;i^ 4-7n^'>7xx;H 
> 2-i'y7a^S/7xx;i/a, 3-f7 7'D^->7xX ; lH, 4-fV7°n^^ 
->7xX;PS, 2-7*h^->7xx;l/g, 3-7>*~>7xx;|/g, 4-7*S*>'7x 
x;i/g, 2-^^;i/7-^y 7i-JH« 3-^f^7S/7xrjH, 4-*^>K/$ 
/7xXM, 2-X5 1 ;V75 7 7xX;^ 3-X^7$;7xXjVS, 4~X3=- 
;P75/7xx;i^, 2-7°otf;i/75/7xx;PS> 3-7o tf;V75 / 7xx;p 
X, 4-7nW5;7xXJl/S, 2--f 7 7°ntf;V7$7 7xx;^, 3-TV7* 
ntf;i/75/ 7xxjps, 4--fy7nif;V75y 7iz;H, 2-7W$;7. 

i^lH, 3-7^l/7^y7iXJH, 4-7*f;l/75/7xXJH, 2-v*^;i/ 

7 



WO 02/085905 



PCT/JP02/03727 



, 2-^X^7$/ 7 xXJl/g, 3-^XfJV75;7i-JH, 4-7X^7 ^ 
/7izjH, 2-77 t Db!^75y7izjVS, 3-y7n^75y 7x"JH 
> 4-i?7'cit!;i'7$/ , 7xxJV^ 2-773 1 jl'7$/7xx;i^ 3-v>7>;W7 
5 7 7xZJH, 4-^7^75 7 7i-;H, 2-X? )V * )V7 S. / 7xx;P 

3-x5 : ;^W5;7xz;vs, 4-ifj^5 : ;i/75/7x-;n 1 2-* 

fJV5 : t7i-JH 1 3-^f^t7x^H, 4-/fJ^t7xZJH 1 2-X 
f;^t7i-M, 3-Xfj^t7i--'H> 4-IfJl/ft7i^S 1 2-7° 
DKJi/5 : t7xxjH, 3-7nt?;i/^:7xx;i^ 4-7d tf^^xx;^ 
v 2-Tv7Dk'Mt7x-ji/l 1 3--rv7nk°;P^7xx;i/^ 4-fV7n 
tf^^xx^g, 2-7fJVft7i-M, 3-7^;^t7xx;n, 4-7 
^;p^^7xxji/S, 2-^^;i/-i^7^;i/S, 3-*5fji/-i-^75Pji^ 4-*5F- 

i-y^)im, 4-^^-2-+7^;i/S, 5-^^;v-2-7-7^;i/S, 6-^^;i/-2-^- 

73^1/*, 7-^^-2-j--7?;i/S> Z-^^-)V-l-iry^)Vm. 2-;* 

y^jum. 3-^ h^v-i-^7^;i/S, 4-* h*z/-\-j-yr)\,m. 5-*h*v-i 
-;-7^;i/S, 6-/^^5^-1-^-7^*, 7-p< b*->- \-±y ?)V&, 8-;<h* 
->-i-^7^;i/S> 1-^ h^->-2-^7?;i/«> 3-^ h^->-2-^-7?;i/S, 4-*. 

b^>-2-^:73VhK, 5-.S h*i/-2-j-y^)\>m* 6-.* I^S>-2-^7^X, 7 
b^y-2-i-y^)^ %-^b^^-2-±y^)Vm, 2-i^^-l-t7fiH 
, 3-Xh^i/-l-t7fJH, 4-Xh^r->-l-^75 1 ;V^ 5-Xb^rv/-l-t7f 

6-xh^i/-i-t75 : ;H, ?-xh^^-i-t75 1 ;H, 8-xh^->-i-t 

y?)Vm, l-XbtW?^, 3-Xh^ri/-2-t75 : JH, 4-li4y-2 
-T7^H, 5-lb^y-2-t7^S, 6-Xh^rv-2-^-7^;VS, 7-Xh* 

~>-2-t-75f;i/S. z-^b^^)v-2-7-y^)im, 2-k hd^->- 1-^-7 3 

-fcHc]-t^-l-t7f;H, 4-hFn^>'-l-t7fM, 5-kFD^^-i-t7 

8-k:HD^v-l-±7^;i/«, 7-b h* D^>-1-^7^;VS V 8-k H 
->-l-^-75 1 ;i/^ 1-fc !*D*->-2-:?-73MH&, 3-bKD^->-2-t75 1 M 1 4 
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-bKn*'>2-t7?;i/i, 5-t: Ha^^-2-t7fM, 6-k h*n3r;>-2-±7 

-^75f\>l^ 3-^PP-l-^-7^S, 4-fnu-\-j-7^)im, 5-^DD-l-t 
7^;)/g> 6-7na-l-^7^;i/S, 7-^no-l-^-7^S, 
^;i^ 1-^ d 7^;^ 3-^ n 7f;H, 4-^nn-2-t75 : 
5-7nn-2-:*-7;P;i^ 6-^nD-2-t7f;H, 7-^nn-2-t7^ 
8-7nn-2-?-7^;i^ 2-7^^-d-i-^-7^;^ 3-7;i/^n-i-^-7^ 
A-y)V*u-\-j-y^)vm, ^-y)V^ru-\-iry^)V^ b-7)V*u-\-1r 

-i~7^)Vm, 3- 7 )V^rU-2-i-7^)Vm, A-7)V*U-l-j-7^)V&, 5-7 ' )V* 
U-2-i-7^-)Vm, &-7)V^U-2-i-7^)Vm. l-7JV^U-2-i~7^JV^ 8-7 
)V^U-2-±7^)V^ 2-mJ-\-j-7?-)\>&, 3-75/-!-^- 7?)V&. 4-7 
$J-\-j-7?-)l&, 5-75 7 -\-i-7^)Vm> 6-757-l-t7f;H, 7-75 
y-\-i-7^)Vm, 8-75 7-1-^7^;^ \-75.;-2-j-7?-)Vm, 3-75 7- 
2-7-7^;PS, 4-75 7 -2-^~ 7 5-7 5 7 -2-^-7 6-75 7-2- 
^73MPS, 7-75 7-2-^-7^;i/S, 8-75 7 -2-^7 2-7:F;i/75 7 

-\-i-7^)vm, 3-^?Ji/75y-i-t7^jH, M?;v75;-i-t7?;n 

, 5-7^75 7-l-^73Ml/S, 6-^f;V75/-l-t75 1 M 1 7-^^75 
7-1-^-7^*, 8-^fJV7$y-1^7?m 1-^^75 7-2-^7^^ 
3-7^73 7-2-t7^H, 4-^^;V75 7-2-^7^;VS, 5-7. =F)V 7 
$;-2-t7?JH, 6-^^75;-2-t75 : M > 7-7 ^)V7 5 7-2-^7^ 

8-7^;i/75 7-2-^-7^;l/g, 2-77^^75 7-l-7-79 1 ;i^ 3-77. 
5=-;V7 5 7-l-^7^;^ 4-77^;i'75 7-l-:J-73Ml/g, 5-v7x^;i/75 7 
-1-±7^^S. 6-:77x^;i/7 5 7-l-^-7^S, 7-77* ?;U7 5 7 -1-^-7^ 

8-77^^75 7-1-^-7^*, 1-7pWI/75 7-2-:7-73Ml/a, 3-7 
7^^75 7-2-^-7^8, 4-7^^;i/75 7-2-^-7^S> 5-7^5P;i/75 
;-2~i-73 L )Vm, 6-7^^11/7 5 7-2-^-7^;^ 7-7 7. 5P;V7 5 7-2-^7 
^;l/S, 8-v^^;V7 5 7-2-^-75 1 ;^ 2-7s^;i/-3-tf U v;i/S, 4-7^;P-3 

-tfUv 5 ;^ 5-7^;v-3-t!u^;vs, 6-7^;w3-tfU7;i/^ 3-* 3^-2- 1! 
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A-*?)V-2-\ZVi?)V&* 5-*5P;i/-2-tfU^S, 6-pt ?)V-2- tf U 

;vs, 6-^^;v-4-tf'j 2-x^;p-3-tfUi?;i/», 4-x^;w3-f u>^ 
5-x^-3-ifu^;v^ 6-x^;i/-3-tru^;i/», 3-*^;i/-2-£y>>;i/S 

^ A-*?)l-2-}dVz?)Vm, 5-*^-2-k°U^;i^ 6-X?;W-2-t!U> ? ;i/»^ 2 

-x^i^-tru^i^s 3-x^;u-4-tfu>ui/g, 5-x^;w4-tfu^;p^ 6-x 
^;i/-4-if u^;v&, 2-^ h^>-3-ifu^;p*, 4-^< h*v-3-tfy s^g, 5- 

/h+^3-HUyM, 6-* M^>-3-tfUS';i/g, 3-* h^v-2-tf U 

, h^>-2-tru^;i^ h4^>-2-tf<j>?;^ 6-* h^>-2-tf u 

2- ^ h^^-4-tf'J>?;V*> 3-* b^>-4-tf U3?;H1, 5-* b^v-4-tf 

u^;u«, 6-* h*v/-4-tru>>;i/g, 2-xh^v-3-tfu> j ;v*> 4-xh*->-3 
-fcfDs?;i/g, 5-xi^>-3-f >j^;vg, e-xh^-s-tfus^i/g, 3-ik+ 

->-2-fcTU~?;vaS, 4-xh^rv-2-t!U> ? ;i'*> 5-xh^^-2-eU^H ( 6-x 
r*v-2-t°U Mh+y-4-t!'J^H, 3-X h*>-4-tfU *?;US; 5 

•X l^v-4-t: U S^V*, 6-x h^F^-4-tf U *J)V&. 2-t K U*i/-Z-\Z U $W 
& ^-3- e U SWS, ~>-3- tf U swg, 6- ti'n^ ^-3 . 

-tf'Ji^l^ 3-t: YU*ls-l-\f.\)V)\,m. 4-k Fn^^-2-bfU^;i^», 5-b 
Ko+v^-tf Uv^S, 6-b Yu*i/-l-\ZVi?)Vm, 2-t FD^^-4-tf U v> 

3- t Fn^-4-tfU >Mi/S, 5-k Ko^^-4-tfU>>;^ 6-tFD + ^ 

2-^;i/*^h-3-t!U^;PS, 4-^MJ^h-3-kU^S, 5- 

^ M 7 h-3- tf y i?)vm, 6-^ y h-3- tf u 3-^ ~? v -i- if y 
b-2-'cU^;i/S> 2-^;!/*y h-4-tfu^;^ 3-*;i^:/h-4-tfy 5 

-*;i/#:/h-4-tfy vUl/g, 6-^;i/^7^h-4-tfU^^S, 2-^5P;i/^-3-tf u 

4-^^;wg 1 ^-3-tf'j^;i/^ B-^wi/^-s-tfUi^i^ 6-*^;v^ 

>-3-bfU^;U*, 3-^^^-2-tf'J^;^ 4-p<5 1 ;^^-2-tfU> > ;V«, 5 

-*3\>^*-2-b>j ^;i/g, 6-^^;i/5 1 ^-2-t!u^;i'S> 2-.^5 1 ;^^-4-tf u 

*-4-fcfU5?;]/g* 2-^nn-3-tfU 4-# □ D-3-tf »J v^S, 5-i7nn- 
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3-lfU$W«, 6-?pp-3-fcf ys?;P£, 3-7PP-2-k 0 'J5?;i/g, Hnn-2- 
h''J5?;i/S, 5-?PP-2-t: o y 5?;i^ 6-£ PP-2-tf U 5?;i/g, 2-7PP-4-fc! 
y 5?;VX, 3-7 a a-4-b° U 5?;VS* 5-7 a p-4-tf u 5?;i/g, 6-7 a n-4-b° y 
5?;!/g, 2-75 /-3-tf U 4-75/-3-lfU^M, 5-T5 7-3-t!U^ 

6-75y-3-t°y 5?;i/*> 3-75/-2-tf y 5?;i/g, 4-7 5y-2-fy 5?;i/ 
& 5-75y-2-by 5?;i^, 6-75/-2-t?y 5?;i/X, 2-75 

, 3-75y-4-k°>J 5?;W«, 5-7 5 7-4- by 5^1/8, 6-75 7-4- by 5?;i/S, 2 
-^E7 ;* ^7 5/ -3- k*US?;Pg* 4-^ /^SWT^ /-S-fcTU 5-^6/ 

*5Mi/75/-3-by 5?;i/«, 6-^/*^;W7 5y-3-by 5?;i/g, 3-^y^^ 

75 7-2-t!iJ^JVS, 4-ty^^75y-2-t:U>?;V*, 5-^7*3^1/7 5/ 

-2- by 5?;^ 6-^7*3^1/7 5 /-2-b.y 5?;i/£, 2-^7*3^1/7 5 7-4^ 
U5?;i/^ 3-*/*3^i/7 5/-4-by 5?;i^> *3^i/7 5/-4-by 5?;i/ 
^6-^ 7*3^7 5/ -4- by 5?;^ 2-5?*3Mi/7 5/-3-by 5?;m, 4-5? 
*3Mi/75/-3-by 5?;vg, 5-5?*3^75/-3-by 5>;vg, 6-5?*3^75 

7-3-b'J 5?;i^> 3-5?*3 1 ;W75/-2-b>J5?Jl'S> 4-5?*3^l/75 7-2-b U 

5?;i/g, 5-5>*:fJi/75/-2-by 5?;i/^ 6-^*3^75 /-2-fcfUv^s, 2- 

5?*3Ml/7 5/-4-by 5?;i^ 3->>*3 1 ;i/75 7-4-by5?;PS, 5->>*3Ml/7 
5/-4-t°iJ>MWg, 8-5?*5P;V7 5/-4-by 5?;l/«, 2-7>^:*P-3-by 5?;v 

4-7;v:*p-3-by 5?;i/», 5-7;i^p-3-by 5?;^, 6-7;p:*o-3-b u 

5?;j/g, 3-7;V?j-P-2-tfU:V;^, 4-7;V^P-2-lf U 5-7;V^P-2- 
b°U^;i/S> 6-7Mn-2-t!iJ^M, 2-7;i/#P-4-by itjum, 3-7;M*p 
-4-by5?;PX, 5-7Jl/tn-4-H'J^S, 6-7;i/:tP-4-by 5?;Vg, 2, 4-5? 

*^;i/-3-by s J)vm. 2, 6-5?*3\>i/-3-by 5, 6-5?*3^-3-by 5?;i/ 
4.6-5?*3^i/-3-by5?;ug, 4, s-^^i^-try 5?;ug, 5,6-5?*3 1 ;>-2 
-try 5?^*, 2, 3-5?*3^i/-4-by 5?;i/g, 2, 6-5?^^-4-tfy 5?;^, 2,4- 

5?* h*v-3-b 0 5 5 ;i/g, 2, 6-5?* h^5^-3-by 5?;VS, 5, 6-7* h*5/-3- 

b°y-7;i/g, 4,6-5?* b*5/-3-b>j5?;i^ 4, 5-v* h*5/-2-by 5?;i/S, 5, 

6-5?* h*~>-2-b'J 5?;!/*, 2, 3-5?* h*5/-4-b°y 2. 6-v* h*~>-4 

-£y5?^g, 2-7 po -6-* 3^-3- by 6-700-2-^^-3-1:'; 5? 
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5-* 3^-6-7 Do-3-eu>Wg, 5-^ h^$/-6-^nn-3-tru^;j/^ 5-xh 

5-7 DD-e-^^i/^-tf y 5-* h^>-6 
-*9\>l'-3-KU$waS, 5-xh^->-6-^^;W3-fc!U^;i/S> 5-7nn-6-*h 
^rv-3-lfU^S, 5-^DD-6-xh^v/-3-lfJ^S, 2, 5, 6- h >J *^;i/-3- 

tfu^;vs, 2-tf5s?x;i^ 5-^5=-;w-2-tf^^x;i/S, 6-^;i/-2-t!$^x 

5-* h^>-2-tf^7xjUg, 6-^ h^'>-2-tf7y-JH, 5-xh=^>-2 
-fcr^7x;]/g, 6-xN^7-2-tf^7x;pg, 5-^Dn-2-H7^JH, 6-7 

DD-2-t7^s, 3-^f;v-2-7'j;n, 4-^^;i/~2-7'j;i/S, 5-*^;w- 

2-7'JJH, 2-^5^;i/-3-7U;i'«, 4-PW1/-3-7 >J 5-^^-3-7^1/ 

3- ^h^y-2-7'JJH, 4-* h^rv^-^U;^ 5-^ b^y-2-7'J M 
> 2-^h*>3-7U;H, Mh^y-3-7'jm 5-* h*v-3-7U;i^ 3 
-^nn-2-7UM, 4-7 d a-2-7 >J 5-7cm-2-7y 2-7aa-3 

4-7nn-3-7UJl/i, a-7na-3-7'JM, 3-7Mn-2-7'JJV 

4- 7^^0-2-7 y^S> 5-7;V*D-2-7U;VS, 2-7;P^-D-3-7LUl'^ 
, 4-7;i/^D-3-7U;i/g, 5-7Jl/tD-3-7'j;VS, 3-^5 1 ;W2-^x-.;i/S > 4 
-^^-2-fxrM, 5-^^-2-^xx;i/^ 2-^3^-3-^Xx;i^ 4-* 
^jk-S-fxzjH, 5-^^;i/-3-^xx;P», 3-^ h^ri/-2-^l-;H, 4-* 

5-* h^y^i^H, Z-^h^Wx-m 4 
K^y-S-fxxjVS, 5-* h^>-3-?xx;vS> S-^dd^ixM, 
4-^Pn-2-fxxjH, 5-7pp-2-^x-;uS, 2-7 a d-3-^xxjH, 4- 
^□□-3-fXxM, 5-7 □ D-3-fXXjH, 3-7^tD-2-5 1 XXj|/S, 4- 
7;i/^o-2-^x-;i/S, 5-7JVtD-2-fxxM, 2-7;V^-n-3-^x-;i/S 
^ 4-7;Ptn-3-fixjH, 5-7;i/^-D-3-^xx;i/^£^tf t>n%» 

-«5t (i) icanx, R 2 T*$n^e^s^UT«7K^ *;v#7°n^ 
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^-tfv-OM-*^ A^;>f*t*s/«, rfr^y-ov:**^ 

yS^: £ 6 n* . 
■HR5S (I) Ylc^ttS, ft*JR^, K*©^ Sfctt««I^6iRSn 

*=r-y-7-;ni> ¥?v-)im, < tfu-^st, tf^> 5 >5§> t? 
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tTnUv^k 2-tfDU^xjl/S> bWjSVg, 

3HE;p*'jx;i/g^i£tf <bns„ tuts^ici-^y^^^SR^Mm 

, 1-7 nt!^? 1 :**. 2-^Dt!;V5 : -^ l-7^;i^:*g, 2-7^;i^;tK> t- 

«^a^^-r^Yi:UT^> 2-^^;v-i-^-7^;i/«, %-^^)V-\-±y^)Vm 
, 4-^^-i-^-7^;i/^ 5-^^;i/-i-^-75 1 ;^ 6-^^;v-i-i-7^;vs, 7 
-^^-1-^-7^;^ 8-^^;p-i-^-7^S, . 1-^^-2-^- 7 3-* 

;W2--±7^;i/S, i-^)V-2-f-y^)^ i-^^)V-2-i-y^)V^ 2-* - 

v-i-^-75 i ;i/«> 3-^ h^r^-l-^-7^;l/S> 4-* h^r'>- 1-^-7 5-*. 
h^^-i-^-75 1 ;^ 6-^ h-t-^-l-^-7^'l/S, 7-^ h^v'-l-^-7^;V^ 8 
->< h^v-l-^75 1 ;WS> h^->-2-^-7^*, 3-/ ->-2-^7 5=^36 
, 4-^ h^r^-2-^7^;^ 5-^ h^S/-2-^7^;V^ 6-* h*v-2-:^-7 3 l 
;^», i-^v^z/-i-yy^)vm, %-^v^^-2-i-y^)vm, 2-xh4--~>-i-r>- 

-^•7^;^ 6-Xh^->-l-^-7^;PS, 7-ih^^i-t7m 8-Xh^ 
~>-!-^"75 1 ;^ l-Xh--¥v'-2-^7 5 1 ;PS>. 3-Xh^->-2-^-7?;i/*, 4-X 
>^S>-2-^7^;^ 5-Xh^~>2-t75 : iH, 6-xh^>'-2-t75 : JH 1 7 
~Xb^y-2-t7fM, 8-Xh^y-2-t75 1 M, 2-t^D^y-l-t7^ 

3-hKn+i/-l-^-75 1 ;i/S, 4-tFD^y-l-t7fJH, + 
-^73\fl/^ 6-kHo+y-l-t7fJVS> 7-kFD.1ry-l-t75 : ;H, 8-t 
Fn^i>-l-^-7 5 1 ;US> l-tFD^y-2-t7fiH, 3-t Kn^y-2-t75 1 
4-tFo^y-2-t75 : M, 5-t Fn^y-2-t75 1 M, 6-kFn^y. 
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-2-j-7?)Vm, 7-tFD*>>-2-7-7^;H, 8-t Fo^^-t^^H, 2- 
^0 0-1^7^1, 3-^0 0-1-^-7^1, 4-7 0D-1-7-7t\>H, 5-7 
UU-\-*f7^)Vm, 6-^0 0-1-7-7^1, 7^0 0-1-7-7^$, 8-7 O 

n-i-7-7^;H, Hoo-2-7-7f;i/S, 3-^00-2^7^1, 4-700- 

2- t7fJH, 5-^00-2-^7^1, 6-7 DO -2-7- 7 7-7DD-2- 

t-7^;H, 8-7oo-2-7-7^;H, 2-y)V-tu-\-±y^)vm. 3-7;i^o-i 
-t-7^;h, 4-7;i/^-o-i-7-7^;H, 5-7;1/^-o-i-t-7^;h, 6-7;^ 
o-i-t-7^;H, 7-7;w^-o-i-7-7^;H, 8-7;^ 0-1-7- 7 ^;n, 1-7 
;v^-o-2-t-75 1 ;H, 3-7;i/^-o-2-7-7^;H, 4-7;v^o-2-t-7^;H, 5 

-7;|/r^-n-2-y-75 1 ;H, 6-7;^ D-2-7"7^;H, 7-7;U^-D-2-t-7^;H 

, 8- 7 ;w ^-0-2-7-7^1, 2-75 7 -1-7- 7 3-7$ 7-1-7-7-77H 

, 4-75 7 -1-7" 7 3MH, 5-7 5 7-1-7-73^1, 6-7> /-l--j7f;H, 7 
-7 5;-l-7-7^1, 8-75 7-1-7-7^1, l-7^/-2-t7f 3-7 
5 7 -2-7- 7 3MH, 4-75 7 -2-7- 7 ^;H, 5-75 y-2-7" 7 ?;H, 6-75 

y-2-7-7^;n, 7-757-2-7-73^1, 8-757-2-3-73^1, 2-73\>v 

75 7 -1-7-7 ^;H, 3-7^75 7 -1-7- 7 ^;H, 4-73^7 5 7-1-7-7 
3^H, 5-73MI/75 7-1-7-73MH, 6-73Ml'7 5 7-1-3-73^1, 7-7-7 
JV7 5. 7-l-7"7^;H, 8-73 1 ;P75 7-l-7-73 L ;H, 1-7^7 5 7-2-7" 
73^1, 3-73^75 7 -2-3" 7 3S>H, 4-73^1/75 7 -2-3" 7 5P;H, 5-7 
5r^7 5 7 -2-7" 7 =P;H, 6-7^7 5 7 -2-7- 7 ^;H, 7-7 3^75 7-2- 
7-75^;H, 8-7^;V75 7-2-7-75P;H, 2-77 3^75 7-1-7-73^1, 

3- x7^;V75 7-1-t-7?;H, 4-773^1/75 7-1-7-73^1/1, 5-773^1/ 
7 5 7-l-7-7^;H, 6-773^7 5 7 -1-3 73\;H, 7-773^75 7-1- 
3~75P;H, 8-773^75 7 -1-3" 7 3\>H, 1-7 7 3^7 5 7 -2-3" 7 5f;H 
, 3-773^1/75 7-2-7-73^1, 4->?75f;i/75 7-2-3-73MH, 5-775P 
;V75 7-2-t-7^;H, 6-773^75 7 -2-3" 7 3MH, 7-773^1/7 5 7-2 
-t-75 : -;H, 8-^77^75 7 -2-7- 7 ^;H, 3-7?;i/-2-?x~;H, 4-7 
^;V-2-5 i xr:;H > 5-73 1 ;i/-2-3 1 xx;i/l, 2-73Vl'-3-3 i xx;i,g, 4-7 3 1 
jWS-^xx^l, 5-73\>l/-3-3^xx;i/l, 3-7 h^Fv'-2-^xx;i/S % 4-7 b 
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^ i^JVS, 5-* htfis-Z-^x-JVm, 3-7PP-2-^xx;vS, 4 

-7PP-2-^x~;i,g % 5-^nn-2-fx-M, 2-^nn-3-fixjH, 4-7 
on-3-fxxM, 5-^DD-3-fxz;H, 3-7;i/^n-2-^x-;i/g, 4-7 
;V^-o-2-^x-;i/g, 5-7J^n-2-fxx;H, 2-7 )l*u-z-?jL-jvm. 4 
-7;i/^-p-3-^x-;^ 5-7;i/^-p-3-^x-;i/«, 3-^;i/-2-7U;i^ 4- 
^^;w2-7U;i/S, 5-^^;w2-7U;i/^ 2-PWI-3-7 u 4-*5f;w3- 

7UJ1* 5-^f;H-7'JM, 3-^h+y-2-7'JJH, 4-/h^^>-2-7U 
5-/h^v-2-7'J;H, 2-^ h^^-3-7U;i/», 4-^h+y-3-7U;i/ 
5-^h^y-3-7'JM, 3-7nn-2-7UM, 4-7PP-2-7U;]/g, 5- 
7nn-2-7U;VS, 2-7 0 0-3-7'j;H> 4-7DD-3-7UM, 5-7PP-3- 

7»j;i/g, 3-7;1/^-p-2-7Ujv*, 4-7;i^P-2-7U;i/g, 5-7)i*u-2-y 
V)Vm, 2-7MD-3-7UM, 4-7MP-3-7'JM> 5-7J]/:t P-3-7 !J 

;pg, 3-^^;v-2-ifPU;i/^ 4-*3\>i-2-k 0 py ;i/g, 5-*^;v-2-fc!py ;p 
1, 2-^^;i'-3-trpu;i/S> 4-^^-3-tfp'j;^ 5-^^;K3-tfPU;v» 

v 3-p< h^^-2-b°PU;VS, 4-/h^y-2-lfDU;i/S, 5-^ h^^-2-tf P U 
;V3S, 2-^ h+y-3-lfnij;H, 4-* h^->-3-tfPU;V», 5-*h*5/-3-t! 
P'j;i/g> 3-7PP-2-tf PU;VS, 4-7nn-2-t!DU;H, 5-7PP-2-tfP 

u;i/g, 2-^pp-3-tfPU;i/S, 4-^PP-3-t:pu;i/*, 5-7pp-3-t:py 

3-7;i/^-P-2-tfP'J;^ 4-7JI/tP-2-k"ai.UH, 5-7;V^P-2-t! 
nUJl^ 2-7;i/^-P-3-tfPU^S, 4-7;i/^P-3-t°PU;i/S, 5-7 )V* P-3 

-tfpu^s, i-^^;i/-2-r s^vy^ak 4-^^;i/-2--r 5^yu;us, 1-* 
j-)V-^ =• y 2-* ^;p-4--r 5 y v u ;i/g. 5-;* ^;i/-4--r 5 u 

l-pWW5--f i=r^/U;i^ 4-* h*~>-2--1'S-7Vy;i/«, 2-^h^v 
-4-^S7Vy;i^ 5-^ h^v-4-^5^l/U;VS, 4-7DD-2-<5yy>J^ 
2-7PP-4-T =• TVy^*, 5-?PP-4--f =■ ^/'J^S, 4-7;i/^P-2- 

-i^TVy^g, 2-7;i/^-p-4-f s^^/u^S, 5-7;^p-4-^5^y*u;us 
, 2-^^;v-3-k°u^;ws^ 4-*^;i/-3-tfU^;i'«> 5-;>wv-3-t:y >>;i^ 6 

-/^l/-3-H«JyJH, 3-^^;W2-h:U^;^ 4-^;P-2-k° U ~7Jl/g, 5-^ 
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^;p-2-t?U^;^ 6-^^;W2-tfUi?;i/S> 2-*^;V-4-b'J ?)vm* 3-^^ 

3-bUvMi^ 4-x^;p-3-b s-x^v-s-tru^s, 6-x?;w3- 
bus^g, 3-^^;i/-2-tfu^;i/S, 4-* ^-2- trusts* 5-*3^;i/-2-b 
l) 6-x^;i/-2-bU swak 2-x^;i,-4-bU >^g, 3-x^;v-4-b u 

B-x^MW-bU^g, 6-X^;i/-4-tf U^;V«, 2-*h3^>-3-bU 
4-* h3->-3-tfU>^a, 5-;* h*>--3-bU^;i^ 6-*h*~>-3- 
bU^g, 3-^ h^v-2-tfU^S, 4-^ USWak 5-* h*z/ 

-2-HU^;i/«, 6-* h^e^-bu^s. 2-* h*->-4-bU 3-* N 

* ->-4- b U S^S, 5-p< h * v-4- b° U >^S, 6-^ h * *>-4- b >J 2- 
X ).^, > _3_ tf ,j^;i / g > 4-Xh^rv-3-tfU> ? ;i/«, 5-xh^r5>-3-tf U^JVX 
, 6-xh*v-3-bU 3-xh^->-2-tf>J^;V*> 4-X h^^-bUv* 

5-Xh*5>-2-t: USUI'S, 6-Xh^S>-2-tfUi?;V», 2-Xh^v-4-b 

u^;i/«, 3-xh^->-4-tru^;^> 5-xf^>-4-bu>>;n^ o-ih^i/-4 

Kn^-3-t!D5Wak 6-kHD^$/-3-e.'J^S, 3-b Ka^Fv-2-Hy^ 
;PS> ~>-2- b U b U 5- kFD^> 

b Ko^>-4-bU^;P»> 6-b Kn^>-4-bU :^S, 2-*;i/#:/ h-3-bU 
swat, 4-*;v*:/h-3- truisms, 5-^;p*^h-3-t!U^;vs, 6-^;i,*^ 

3- tfU 3-*;v#:/h-2-bU^ji^ 4-^;^^"h-2-bU s?;wak 5 
-^;wyh-2-t!'jyJH, 6-*ji/:*j;/h-2-by i?;^' 2-^;^y h-4-b>j 

h-4-bU>';^ 2-^^;^^-3-b°U^;^ 4-;^i^-t-3-eUyM, 5 

-^wi^fr-s-truswak 6-^^;i/^^-3-b*u^;w*> •s-^/^tf-z-KU 

^--2-bu^;^ 2-^^;v^^--4-bU^;^, 3-^;v^:*-4-by 5 
-yv^^-4-bij e-^^i/^^-bUv 5 ;^ 2-£on-3-bu> J ji/ 

4- ^DD-3-tfU^Hs 5-^oo-3-tfU^;^ Hna-3-(f'JyjH 
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-^PD-2-tf'J >>;i/g, 2-^DD-4-b!U^;H£> 3-^nn-4-t:'J5?jH, 5-^7 

6-^DD-4-bTU^S> 2-75/-3-fcfy^J|/g> 4-75 
7-3-tfU vJl/g, 5-75/-3-tfy S^S, 6-7$;-3-lfUym 3-75/- 

4-75/-2-t?y^;i/g, 5-75/-2-try >>;pg, 6-757-2- 
try*:>;i/£, 2-7$y-4-tru> ? ;^> 3-75/-4-t?y 5-75/-4-tr 

U^VS, 6-75/-4-tfy$Ml/g, 2-^/*^;V75/-3-t:U> J ;i/S, 4-*/ 
;*3^75/-3-fcfys?;t^ 5-^//^;u75/-3-fc?y^;ua, 6-^//^ 

7 5/-3-fcf'JS?;i^ 3-^//^;]/7 5/--2-Hy^;Vg, 4- ; E//3MV75/ 

-2-t?y^;i^ 5-^y^^;i/75y-2-tfu^;^ 6- ; &//^75/-2-t: 
ys>/w*» 2- ; ey^5 1 ;w75y-4-tfu^;PS, 3-^//^;i/7 5/-4-tfy >>jk 
& 5-*/*^;v75/-4-tfy$>;)/g, 6-^/ *^;w75/-4-Ky5^ai, 2- 
s>*9\fr7S/-3-t!ysws, 4-v^^;v75/-3-eu^;p», 

5/-3-tfy^;i/g, 6-^^75/ -3- 3-^^^;i/75/-2-fef 

6->*/^;P75/-2-fc?y^;i/S, 2-^^75 S-S?*^ 

75/-4-tf <J vJUX, 5-v*3\>]/75 7-4-tf U >>;Hg, 6-^/^Jl/7$y-4- 
tf U 2- (l-fcf a y -3-tf U 4- (1-tf □ y i?-M -3-t! U $> 

5-(l-k"nUy-;W-3-tUy;l/i, 6-(l-trnUS?-;W-3-l?U^;i/S, 
3-(l-tfaU^-;V)-2-t!U^S> 4- (1-tTn U ^~;W-2-HU 5-(l- 
kfnU^n;W-2-lfU^;i/S> 6- (1-tfn U ^-;v)-2-tf U S^S, 2-(l-tfnU 

s?=^)-4-eys?;nj, 3- a-tf a u 5^^^) -4-tr u vjim, 5- a- tray vzuu 
) -4-tfu 6-a-Hpy^-;w-4-t:y^a6, 2-tf^y >v-3-t!y >>;i> 
£. 4-tf^y ^y-3-tfy V)im. 5-tf^y ev-3-t: y 6-b°^y>>./-3 
-try^;i/^ 3-twj y 4-tf^y sv-2-try s?;vak 5-tf 

^y^y-2-tfy^;i/S, 6-tf^y ^y-2-tf y 2-tr^y e?/-4-k°y 5? 

3-tf^y^/-4-fcry^;pg % 5-tf^y 5? y swat* 6-tf^y^/ 
-4-tfy^;^ 2- j e/i/*y/-3-tfy$wak 4-^*1; /-3-e y 5- 
^*y y-3-try B-^^y /-3-h y 3-^jwj /-2-try 
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7;i/g> 4HE;P*tf7-2-t!U-7;i'S, 5-=e;v*u y-2-t!U 7;vg, 6-^;i/*»J 

*-2-t?u7;i^ 2-^;i/^u/-4-t!U^ji/S, 3-^;i/*u*-4-tfU-7;i^ 5 
-^♦u y-4-HU e-^^u /-4-tfu 7ji^ 2-7;v*d-s-uu *7 
4-7;i'*n-3-trus?;PS, 5-7;w*P-3-trus?;PS» 6-7;i/:*p-3-fcf 

U i-7)V*U-2-\ZV*J)V&s 4-7;i/:tP-2-t!U7;i^ 5-7;i/^"0-2 

-trusts, 6-7;v^n-2-t!U^;^ 2-7;v;t-p-4-tf us?;vg, 3-7;^ 

5-7;V^P-4-t!U^;VSs 6-7;V^P-4-tfU^;V36, 2,4- 
7* 9^-3- 1? U 2, 6-7* 5=-;P-3-tf U VJVM, 5, 6-7*3\>l-3-fcr U 7 

jvm, 4, 6-7*3^-3-^1) 7;vg, 4,5-s?*^;i>-2-trys?;i* 5,6-7*^;i» 

-2-HU7;VS, 2. 3-7*?MW4-t!U-7;i^ 2. 6-7*^-4- tf'J 7;i/g, 2,4 
-7* h*~7-3-fc!U SWS, 2, 6-7* h^v-3-t!U -7;VS, 5, 6-7* h*r>-3- 
fcTU 7;l-*> 4. 6-7* H^^-3-trU 4, 5-7* h*7-2-t? U 5?;P3fev 5, 

6-7* h*7-2-tf U 2, 3-7* h^v-4-tf U 7^S> 2. 6-7* h-1^7-4 

-tU-7;PS> 2-7PP-6-*^;P-3-tfU^;V^ 6-7 U -7 

;k 2-7PP-6-* 7-3- tf USUI'S, 6-7PP-2-* b^r7-3-tf'J7;P*> 
5-*^;W6-7PP-3-tfU'7;W^ 5-* h^r~7-6-7PP-3-t!'J7;VS, 5-x h 
^:/-6-7PP-3-tfU7;i/S, 5-7 P P-6-*^;W3-lf U 7;i/g> 5-* b^7-.6 
-*^;i/-3-tf U7;i/», 5-xh^7-6-*3\>P-3-t°U7;l^ 5-7PP-6-*K 
*7-3-tf U -7;PS, 5-7 PP-6-X h*7-3-fc!U SW*, 2, 5, 6- h U *^;V-3- 
HU7;VS, 2-e:77xjWS, 5-*3\H>-2-fcf^7x;i/g, 8-*^;W2-t! 57-7X 
;VS, 5-* h*7-2-fc^7x;Vg, 6-* h^r7-2-t!7 7x;i/^ 5-Xh^S/-2 
-cf77x;pg, 6-xh^->2-H7^;H, 5-7PP-2-tf^7x;i^ 6-7 

pp-2-tf^7x;Ki, 3-*5 1 ;v-2-^77'5 1 xx;i/S, 4-*^;p-2-^>v , g i x 
x;i/S, 5-*^;W2-^>7?xx;i/S> 6-*f ;i/-2-^77^xx;i,S, 7-*^ 
;v-2-^77^xx;vS, 2-*^;W3-^77^xx;i^ 4-*^Jb-3-^>7^ 
xx;VS, 5-*^;v-3-^>7^xx;i/S> 6-^W-^>yfx- J iH, 7-* 
3=;w3-^>75Pxx;i^ 2-*^;v-5-^>7^xx;i^ 3-*^;k-5-^77 
3^xx;i^ 4-*^;W5-^>7^xx;i/S, 6-*?;p-5-^7v r ?xx;us> 7- 
*^-;u-5-^77?xx;vS, 3-* h^S/-2-^77'5 1 xx;vS> 4-* b=lr-7-2- 
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;* h^>-3-^>y^xx;i^> 5-* h^>-3-^>v*^xx;i/S, 6-^h^5>-3 
-^^y^x-JVS, 7-/b+^-3-^>^x-JH, 2-* l^v-5-^>V*^ 

K^^-5-^>^I-JHs 7-* h^-S-^V^Xx;^ 3-^DD-2 

-^>v*?xx;i/g, 4-^ao-2-^>y5 1 xx;vs, 5-^DD-2-^>'/fir 

^-^T^xx;!^ 4-^DD-3-^> > /fx-JH < 5-^nn-3-^>75 1 i 
x;i/g, 6-i?nn-3-^> > ;g 1 ixM > 7-7 □ n-3-^>v*^xxjpg, 2-7n 
D-5-^>^x-;kS, 3-^pd-5-^>>/^xx;1/^ 4-^dd-5-^>!/1 
xx;u»v 6^oD-5-^>yfxx;H, 7-7 □o-5-^>75 1 xx;vs, 3-7 
i^D-2-^>yfIxm 4-7;VtD-2-^>y5 : XXJl/i 1 5-7;^n-2r 
<>Vifxx;H, 6-7;PtD-2-^>^xxjl/S 4 7-7;M-a-2-^>v^x 
x;vg, 2-7^tD-3-^>l/?Xx;H, 4-7MD-3-Oy5 : XXJH, 5- 

7;Wo-3-^>yfx-ji/S, 8-7jl'tn-3-^> > /5 1 xxM, 7-7;^n-3 

2-7Jl/ta-5-^> > ;'fxxjH, 3-7;i^a-5-^>7^ 
xxjH, 4-7.i^o-5-^>'/?i-jI'£, 6-7;i/^-o-5-^>y^xx;US, 

7-7j^n-5-^> i ;fx-jn 1 3-*5f;w2-^>v*7U;i/S> 4-*5P;i/-2-^ 

>^7U;U», 5-^fJH-A>y7UM, 8-/^-2-^>y7U^S> 7-* 

3\n>-2-^>*/7 , j;i'S* 2-^^;p-3-^>77U;i/S> 4-^?jH-^>y7U 
5-*^-3-^>v*7<j;i^ 6-^^-3-^ > 7* 7 u;i^ 7-*^;i/-3- 
*>V7V)i& 2-*^;p-5-^>v*7U;i^ 3-*?;v-5-^>7*7U;i^ 4- 
^^•;i/-5-^>V7U;w«, 6-*^;v-5-^>77ii;ps> 7-;^;w5-^>y*7 



U/W*, 3-^h + ^>-M>y7'JM> 4-^^">-2-^>y7'JJVS, 5-* h 
^>-2-^>7*7U;i^ 6--* h^i/-2-^> N /7U;V», 7-^b^^-2-^>7 
7U;i/S, 2-^h + y-3-^>;/7U;H, 4-;* h=^>-3-^>7*7 lUWg, 5-* 
h^v-3-^>V*7U;WS, 6-* h^v-3-^>V7U;i'S, 7-* b*>--3-^> 
77lUl^ 2-^ h^^-5-^>y*7U;i/^, 3-/ h^>-5-^>v*7U;i^ .4- 
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>y^u;^ 3-^np-2-^>y^u;i/S, 4-^dd-2-^>^7u;us, 5-7 

pp-2-'Oy , 7U;i'^ 6-^dd-2-^>V7U;1/S, 7-^DD-2-^>y7'J 

2-7pp-3-^> > /7U;i/^ 4-7pp-3-^>V7U;1/S> 5-7pp-3- 
7DP-5-^>y7u;v*. 3-7pp-5-^>\/7u;i^ 4-7PP-5-^>y7 

-2-^>V7U;i^ 4-7;i/^-P-2-^>V7U;PS> 5-7;i/^P-2-^>V7U 
6-7JI/tn-2-^>77U;H, 7-7^^-p-2-^>y7U;us, 2-7;m- 

P-3-^>77U;i^ 4-7JVtn-3-^>y7'JM, 5-7J^D-3-^>!/7 
U;V»» 6-7J^n-3-^>y7'JM, 7-7JWn-3-^>^/7'JJH, 2-7;i/ 
tD-5-^>y7UM, 3-7;i/^P-5-^>V7U;PS, 4-7;V^P-5-^>V 
7U;i/S, 6-7jVtD-5-^>'/7'JM, 7-7JVtD-5-^>y7'JM, 1-^ 

^;i-2--r>Hu;px, 3-*?mw2-^>fu;i^ 4-*5P;u-2-i>Fa;i^ 5 

^^-2-1- > F U 6-* < > F U ;VS> 7-* ^;V-2-f > F U 

. i-^5 L ;i/-3-'f>h*u;i^ 2-^?;u-3— r >hu;ws, 4-*3mv-3— t>hu 
5-^5^;i/-3-f >fu;vs, 6-^^;i/-3--r>Hu;i/*, 7-^^-3-0 
F u )\>m, i-^ju-5-r >fu;i/K, 2-* ^;v-5-r > F u 3-^^;v-5- 
•ofu;^, 4-^^;i/-5--r>b*u;PS> e-^^v-s-f >ku^*, 7-/^;v 

-5--f > F U 3->< F * ->-2~f > F U JVm, 4-* F *S/-2->f > F U 5 
F3^>-2-< > F U 6-* F*~>-2-^ > F U )l<m. 7-* F*->-2--f > F 
U 2-* F * 2^-3 — f > F U 4-* F * > F U 5-* F * i/ 

-3-f > F U 6-* F * ->-3~f > F U 7-* F * 3/-3~f > F U 2 
F^>-5-^ > F U ^ 3-* h*$/-5-f > F U 4-* F*'>-5-f > F 
D ;i/36, 6-* F*->-5--f > F U 7-* F *->-5-f > F U 3-7 o p-2 
-'f>F l JJH;4-7DD-H>l ?l J;l'i, 5-7DD-H>h , UJH, 6-7 P 

p-2— f > f u 7-7 p p-2--r y f u 2-7 p 0-3-f > f u 4- 

7PP-3-OFU;^> 5-7PP-3-- f>FU;VS, 6-7PP-3--T >FU;i/S 
, 7-7 P P-3--T > F U 2-7 pp-5-T> FIJI'S , 3-7 P P-5--Y > F U 
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)V&* 4-7 p P-5--T > K y >H'J;H, 7-7pp-5—T> 

D-2--r > h u ;i^s, 6-7;i^p-2~f >Fy;vak 7-7;1/^-d-2-^>hu;w* 
, 2-7;p^-n-3-^>h 4 U;^ 4-7;i/^-n-3--r>HU;^ 5-7^3- p-3-< 
>ku;^ 6-7;i/^n-3--f >Fu;i/g, 7-7;i/^n-3--r>Hu;^^ 2-7;v 
> k y 3-7;i/#p-5--r > f y 4-7;i^p-5--r > k y ;w 
a, 6-7jpto-H>^jM, 7-7;v^-p-5--r>Hy;vs, 3-y^;w2-3=- 
yy;v«, 4-*^;u-2-*y y;i^ 5-^f;H-*yij^i, 6-^^-2-^y 
y;p*» 7-^g l ;i/-2-^r/y;^ 8-*^;p-2-*y y;vs, 2-*^;w4-*yy 
)vm, 3-^^;w-4-^yy;ps, s-y^i^i-^y y;p*, 6-^^h-*;u^ 

7-^^;i/-4-^y y 8-^f;M-*;iJM, 2-*^;ihmp/ y 
, 3-^^-6-^7 y;p*, 4-^^-6-^y y;i/S, s-/f^-wj^.7 
-^f;H-*;u;n, 8-;*^;p-6-*y y;p*, 3-* h*~>-2-*/u;vg, 4- 
y> h * ->-2-^r y y 5-* h * ->-2-* y y ;wa6, 6-y. h * ->-2-* y y 

7-* h*v-2-*y y;i/«, 8-y h*:v-2-*y y 2-* h^^-4-^py u 
jvm. 3-^ h*~>-4-*y y;vs, 5-y> h^r->-4-^y y^at, 6-yh^>-4-* 
yy;vg, 7-* h*s/-4-*y y;i^, 8-* h*->-4-*y y;vs, 2-*h*S'-6 
-^;'JM, 3-y h*^-6-*y y^at, 4-^h*^-6-*/um 5-/h+ 
v--6-^yy;ws, 7-^h^j/-6-+;uM« 8-^ h^>-6Hry y;vs, 3-7 

n-2-*;u;H, 7-7PP-2-*y y;i/S, 8-^nn-2-^;UM, 2-7 n p- 

4-^;u;vs, 3-7PP-4-^yy;i/S, hdd-4-^;ujh, 6-7 pp -4- 
3vy;vs, 7-7pp-4-^/ y;i^s, 8-7PP-4-*y u;i/*, 2-7pp-6-+ 
/u;i/*> 3-7pp-6-3v y;i/S, 4-7PP-6-*y y;i/«> 5-7Pp-6-*y 
u;i/S> 7-7pp-6-*/ujV'S, 8-7PP-6-^y y;^ 3-7;i^p-2-*y 
y;i/S> 4-7^^-0-2-^y y;i^ 5-7^n-2-*/UM, 6-7;i/^p-2- 
=t;um> T-7JWn-2-^yum 8-7^^p-2-^y y;vs> 2-7;i^p 
-4-^yy;PS> 3-7j^D-4-+yjM, 5-7;i/3-p-4-*y y^g> 6-7^ 
^•d-4-^;u;h, 7-7;v^-p-4-^y y;ps> s^j^n-^yjji/S, 2- 
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1, j^mi:2~6M©T;i/^-^;vs, &*R2~6ffi©7;w*x;i/£#a|Stfe>*u #J 

, ^>5\fcS* 2-^>5 1 ;^, 2-^\ yp^- 

7xx;i^ T^x;^ ^>f^SifeWf&n5. 
3~5fi©7;^^;i/S, M*^c3~5iSOT;i/^r-;vs, ^$t3~5ffl©7;^x;i/ 

& 2-^>?mi^ 7°a^-;vg, 7xx;i/g, 7^x;i^ ^>r-jn^t* 
#fi&®, ku^>» (2-trui?;k 3-tru^;K 4-tfu^) RW¥?i?>m 

^IV-S-K'JSW*, 2-x^;V-3-tf U5>;i/£, 6-X^JI/-3-fc!U>?;Pg, 
^-3-tfys^g, 6-^ h^v-3-tf'Jv;^ 2-xh^->-3-fU^H, 6- 
+ 2-^nn-3-b°U 6-^an-3-tfU 6- 

^^7*/ -3- trysts, 6-d-trnys?x^)-3-t:u^*, 

y-3-tfy s?;nt, e-^vafcy y-3-tf yswafi, 6-^^;i/^-3-if y 5 

,6-s;^^;i/-3-fcfy swg, 5, 6->>* h*5>-3-t?u>>;i^ 2,6-^00-3-1; 
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6-xh*>--3-bru sws, 6-#na-3-t:u s^g, 6-u-tfn 

, 2-* h*$/-3-tfU^;i/g, 2-^on-3-tfU^;WSdWSU^. 



24 



WO 02/085905 



PCT/JP02/03727 



*1 



X 


R 1 


R a 


Y 


NH 


propyl 


OH 


2-pyridyl 


NH 


propyl 


OH 


3-pyridyl 


NH 


propyl 


OH 


4-pyridyl 


NH 


propyl 


OH 


2-methyl- 3-pyxidyl 


NH 


t)rot)vl 


OH 


4-me th.vl-8-t) vridvl 


NH 


T>roDvl 


OH 


5-methvl- S-nvHdvl 

w .1.1 J \J \JL-LJf J. »_» \? J X X\JLjf X 


NH 


UTfynvl 
^xuyyx 


OH 


u-xixc uiy ±-Q" iiynuy jl 


NH 


propyl 


OH 


&r c txiyj- o-pynayi 


NH 


nivrnvl 
propyl 


OH 


ft- e wry i- O"pyixo.yi 


NH 


propyl 


OTT 

l/XX 


□-einyi- o-pynnyi 


NH 


propyl 


OH 


sj-ts i*x*y x-o-py rxuy i 


NH 


propyl 


OTT 


^-iut3LJu.oxy-o-pyrxQ.yi 


NH 

X> XX 


propyl 


OTT 


me LHOiy - o -p yrluyi 


NH 


propyl 


OTT 

VSXX 


o-in e wxoxy- o-pyriuyi 


NH 


propyl 


OTT 

KJJX, 


€-m e thoxy- 3-pyn dyl 


NH 


propyl 


ott 

on 


^-Bxnoxy - £»-pyno»y l 


NTT 


propyl 


on 


4-ctlioxy- 3-pyridyl 


NH 


propyl 


OH 


O -C UIO Xy - *> -p y rxu y 1 


" NH 


propyl 


on 


o-e cnoxy- o -p ynay 1 


NH 


propyl 




ia-ciiioro-o-py.riu.yi 


NH 


propyl 


OTT 


4"cnioro> ^pyxiciyjL 


NH 


propyl 


OTT 
v/xx 


o-cnxoro- o-pynn.yi 


NH 


propyx 


OH 
vsxx 


o-cnioro- o-pyriciyi 


NH 


TiroDvl 


OH 


xx uufu o-py rxuy x 


NH 


uroTDvl 

pxupjri 


OH 


^* xx uuiv o-p y zxklj x 


| NH 




OH 


n riTn- 3-ti trri r?trl 


NH 


DrODVl 


OH 


fi -'fliinTn- 3 -Titrri /I vl 
xi *»w* u Py * x»xy x 


NH 


propyl 


OH 


2-dim.e"fclivlaiiiiiio- 3-n vridvl 


NH 


propyl 


OH 


4 -dim o thylajxiiiio-3 "pyridyl 


NH 


propyl 


OH 


6- dime tnylcanino- 3-pyridyl 


NH 


propyl 


OH 


6-dimethylamino-3-p yridyl 


NH 


propyl 


OH 


2-( l-pyrroHdixiyl)-3-Dyridyl 


NH 


propyl 


OH 


3*(l-pyrroHdiiiyl)-3-pyridyl 


NH 


propyl 


OH 


5-(l-pynroHdinyl)-3-pyridyl 


NH 


propyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


propyl 


OH 


• 2-piperidino-3-pyridyl 


NH 


propyl 


OH 


4- pip eridino- 3-pyridyl 


NH 


propyl 


OH 


5-pip€ridino-3-pyridyl 


NH 


propyl 


OH 


6-piperidino-3"pyridyl 


NH 


propyl 


OH 


2-morpliOxino-3-pyridyl 


NH 


propyl 


OH 


4-morpholino-3-pyridyl 


NH 


propyl 


OH 


5-morpholino- 3-pyridyl 


NH 


propyl 


OH 


6-morpholino-3-pyridyl | 


NH 


propyl 


OH 


2-hy droxy- 3-pyridyl 


NH 


propyl 


OH 


4-hydroxy-3-pyridyl 


NH 


propyl 


OH 


5-hy droxy- 3-pyridyl 


NH ■ 


propyl 


OH 


6-hydroxy-3-pyridyl 



25 



WO 02/085905 



PCT/JP02/03727 



NH 




OH 




NTT 


propyl 


nw 
un 


4-mercapto-3-pyridyl 


TVJXT 
IN XI 


pxopyi 


wXl 


5-mercap to- 3-pyridyl 


IN XI 


propyl 


! HIT 


6-mercapto- 3-pyridyl 


rvxi 


propyl 


ATI 


z-metnyitiiio-3-pyriayl 


IN n 


propyl 


ATT 


4-metnyitxuo-3-pyridyl 


VTTT 

In xl 


propyl 


Uxi 


5-metnyltnio-3-pyridyl 


VTTT 
IN XI 


propyl 


OH 


6-m ethyl tnio - 3-pyndy 1 


vm 

Nxi 


propyl 


OH 


2,6-dimetliyl-3-pyridyl 


NH 


propyl 


OH 


6, 6-dimethyl-3-pyridyl 


NH 


propyl 


OH 


2,6-diethyl-3-pyridyl 


NH 


propyl 


OH 


5, 6-dietliyl-3-pyridyl 


NH 


propyl 


OH 


2 > 6-dimethoxy-3-pyridyl 


NH 


propyl 


OH 


5,6-dimethoxy-3-pyridyl 


NH 


propyl 


OH 


2, 6-diethaxy- 3-pyridyl 


NH 


propyl 


OH 


5, 6-diethoxy- 3-pyridyl 


NH 


propyl 


OH 


2,6-dichloro-3-pyridyl 


NH 


propyl 


OH 


6, 6-dichloro-3-pyridyl 


NH 


propyl 


OH 


5-chloro-6-3nethoxy-3-pyri dyl 


NH 


propyl 


OH 


5-chIoro- 6-ethoxy-3 -pyridyl 


NH 


propyl 


OH 


2-chlDro-6-methyl-3-pyridyl 


NH 


propyl 


OH 


6-cMoro-2-methyl-3-pyridyl 


NH 


propyl 


OH 


2-methyl-4-pyridyl 


NH 


propyl 


OH 


2-ethyl-4-pyridyl 


NH 


propyl 


OH 


2-methoxy-4-pyridyl 


NH 


propyl 


OH 


2-©thoxy-4-pyridyl 


NH 


propyl 


OH 


2-cliloro-4-pyridyl 


NH 


propyl 


OH 


2-dimethylamino-4-pyridyl 


NH 


propyl 


OH 


2-(l-pyrrolidinyl)-4-pyridyl 


XTTT 


propyl 


OH 


2-pip eridino- 4-pyridyl 




propyl 


OH 


2-morpxiolirio-4-pyridyl 


NH 


j^jx ujjyi 


ftTJ 


2-methyl£xno-4-pyridyl 


NH 


propyl 


OH 


2-pyrasrinyl 


NH 


propyl 


OH 


5-met!hyl-2-pyraziiiyl 


NH 


propyl 


OH 


5-etxiyl-2-pyrazitiyl 


NH 


propyl 


OH 


5 -methoxy-2-pyra zmyl 


NH 


propyl 


OH 


5-ethoxy-2-pyrazinyl 


NH 


propyl 


OH 


5-chloro-2-pyra2dnyi 


NH 


propyl 


OH 


6-metxiyl-2-pyrazinyl 


NH 


propyl 


OH 


6-methoxy-2-pyrazinyl 


NH 


propyl 


OH 


6-chloro-2-pyrazinyl 



26 



WO 02/085905 



PCT/JP02/03727 



x 


R 1 




i 


NH 


piupyi 


OCOOMe 


^-pyrmyi 


NH 


propyl 


V/ \^ Vf V/lYXt3 


o-pyxmyi 


Xri XX 


propyl 


v/i^v/vjivLe 


4-pyridyl 


NTT 

IS -Li. 


propyl 


w/o^/\jivie 


xs-metnyi-d-pynayl 


NTT 

IN A 


propyl 




4-me tny 1- 3 -pyndy 1 


\TTT 


propyl 




5-raethyl-S-pyridyl 


JNrl 


propyl 


UOUOMe 


6-methyl-3-pyxxdyl 


XTTT 

Nri 


propyl 


OCOOMe 


2-ethyl-3-pyridyl 


XTXI 

Mil 


propyl 


OCOOMe 


4-ethyl- 3-pyridyl 


via. 


propyl 


OCOOMe 


5-ethyl-3-pyridyi 


NH 


propyl 


OCOOMe 


6-ethyl-3-pyridyl 


VTTT 


propyl 


OCOOMe 


2-methoxy-3-pyridyl 


NH 


propyl 


OCOOMe 


4-methoxy-3-pyridyl 


VTTT 

NH 


propyl 


OCOOMe 


5-methoxy-3-pyridyI 


VTTT 

NH 


propyl 


OCOOMe 


6-metlioxy-3-pyridyl 


VTTT 

NH 


propyl 


OCOOMe 


2-ethoxy-3-pyridyl 


NH 


propyl 


OCOOMe 


4-ethoxy- 3-pyridyl 


VTTT 

NH 


propyl 


OCOOMe 


5-ethoxy- 3-pyridyl 


VTTT 

NH 


propyl 


OCOOMe 


6-ethoxy- 3-pyridyl 


VTTT 

NH 


propyl 


y™\ /HA **"V *X JP 

OCOOMe 


2-chloro-3-pyridyl 


VTTT 

NH 


propyl 


OCOOMe 


4-chloro-3-pyridyl 


1 VTTT 

NH 


propyl 


OCOOMe 


5-cMoro-3-pyridyl 


VTTT 

NH 


propyl 


OCOOMe 


6-chloro-3-pyridyl 


VTTT 

NH 


propyl 


OCOOMe 


2-£hioro-3-pyridyl 


MIT 

NH 


propyl 


OCOOMe 


4-fhioro-S-pyridyl 


NH 


propyl 


OCOOMe 


i 5-fhioro- 3 -pyridyl 


VTTT 

JNrl 


propyl 


OCOOMe 


e-fluoro-3-pyridyl 


VTTT 

iNri 


propyl 


OCOOMe 


2-direethylaraino-3-pyridyl 


VTTT 

IN XI 


propyl 


UOOUMe 


4-dimethylarflirio-3-pyridyl 


NFT 


^% "%*rvY\ in 

propyl 


UUUUMe 


5-dime thy lamino- 3-pyridyl 


NH 


propyl 


uuuL/iVie 


6- dime thy iaroino- 3-pyridyl 




propyl 




2-(l-pyrrolidinyl)-S-pyridyl 


NH 


pjrupyj. 


v>L/WL/ivie 


3-(l-pyrrolidinyl)-3-pyridyl 


NH 


prupyi 




K /I ^VMMJll S ll Q vitrei JttI 

o-^i P yTXO li uiny i )-o -pyn cy l 


NH 


px wpjf J. 




6- (1 -pyrr olidiny 1) - 3 -py ridyl 


NH 


TjrnTivl 




^ -pip er jLOJJiO" o pynuyi 


NH 


propyl 


OCOOMe 


4-piperidino- 3-pyridyl 


NH 


propyl 


OCOOMe 


5-pipendino-3-pyridyl 


NH 


propyl 


OCOOMe 


6-piperidino- 3-pyridyl 


NH 


propyl 


OCOOMe 


2-morpholino-3-pyridyl 


NH 


propyl 


OCOOMe 


4-morpholino- 3-pyridyl 


NH 


propyl 


OCOOMe 


5-morpholino- 3-pyridyl 


NH 


propyl 


OCOOMe 


6-morpholiiio- 8-pyridyl 


NH 


propyl 


OCOOMe 


2-hy droxy- 3-pyridyl 


NH 


propyl 


OCOOMe 


4-hydroxy-3-pyridyl 


NH 


propyl 


OCOOMe 


5->iy droxy- 3-pyridyl 


NH . 


propyl 


OCOOMe 


6-hydroxy-3-pyridyl 



27 



WO 02/085905 



PCT/JP02/03727 



NH 


propyl 


OCOOMe 


2-mercapto- 3-pyridyl 


NH 


propyl 


OCOOMe 


4-mercapto- 8-pyridyl 


NH 


propyl 


OCOOMe 


6-xuer cap to- 3-pyridyl 


NH 


propyl 


OCOOMe 


fi-mercaoto-S-nvridvl 


NH 


propyl 


OCOOMe 


2-me thvllvhio- S-tivri ci vl 


NH 


propyl 


OCOOMe 


4-msth.vlthio- 3 -T>wi d vl 

T^iUw IMJJ 1 14u V A-F 1/ J X XVi V Jt 


NH 




OCOOMe 


fi - m p+Vtvl +Ti i n _ Q .nvyi ^ rrl 

u*iuc vxxjr x wxxu-o-py xxii yi 


NH 


riTonvl 


v_/ vj w v/ivx c 


o- in t? tuy l txxio - o -pyrouy l 


NH 


pxupyx 


i nnnoMft 


A,o-tuxuexxxyi-o-pyrio.yi 


NH 

XX XX 


propyl 


vjovjuxvie 


0,0 -Qimetnyl- o-pynayl 


NH 
xx xx 


propyl 


kj^y wwivie 


o-aie tayl- a -pyridyl 


NH 

XX XX 


>WWWWf 1 

pxopyx 


vv^vjvfxvie 


o, o-aie tnyi- o-pynayl 


NH 

XX XI 


propyl 


uv/UUxVLe 


ZjD-aiixietxioxy-a-pyriayl 


NH 


pXUpjr X 


uuuuivie 


o,o-cLxxTietnoxy- o -pyriayi. 


NH 

.LX XX 


propyl 




2,6-diethoxy-3-pyridyl 


NH 

XX XX 


propyl 




6, 6-diethoxy- 3-pyridyl 


NH 
xxxx 


propyl 


uwUMe 


^, b-aiciuoro- 3-pyriayl 


NH 

XX XX 


propyl 


utuuMe 


5, 6-dicliloro-S-pyridyl 


NH 

XX XX 


propyl 




orcnl oro-o-meTDoxy-o-py r i dyl 


NH 
IN Xx 


propyl 


UL/UUxVle 


5-cMoro-o-emoxy-o-pyriayl 


NH 
xx xx 


propyl 




Z-cnloro-e-me thyl- 3 -pyridyl 


"NTH 
IN xl 


propyl 


UUOOMe 


6-chloro-2-metliyl- 3 -pyridyl 


NH 
XX XI 


propyl 


uouuivie 


2-methyl-4-pyxidyl 


NH 

XX XX 


propyl 


UoLNJxYLe 


2-etnyl-4-pyriayl 


NH 

XX XX 


propyl 


UUVJUMe 


2-methoxy-4-pyridyl 


NH 


propyl 


ut^uujvxe 


2-ethoxy-4-pyridyl 


NH 


propyl 


OVywVylVie 


2-chloro-4-pyridyl 


NH 


pxupyx 


uouuivie 


2-dime thyl axnino-4-pyridyl 


NH 


nrnnvl 




2- (1 -pyrrolidiny I)- 4-pyridyl 


NH 


Jr* u PJ J 




2-pip eridirxo-4-pyridyl 


NH 


pxrupyx 




2- morplioliiio-4-py ridyl 


NH 


propyl 


OCOOMe 


2- me tliyltlixo-4 -pyridyl 


NH 


propyl 


OCOOMe 


2-pyrazinyl 


1 NH 


propyl 


OCOOMe 


5-methyl-2-pyrazinyl 


NH 


propyl 


OCOOMe 


5-ethyl-2-pyrazxxiyl 


NH 


propyl 


OCOOMe 


5-metlioxy-2-pyra2iiiyl 


NH 


propyl 


OCOOMe 


5-ethoxy-2-pyTazinyl 


NH 


propyl 


OCOOMe 


5-cMoro-2-pyrazinyl 


NH 


propyl 


OCOOMe 


6-methyl-2-pyra2inyl 


NH 


propyl 


OCOOMe 


6-methoxy-2-pyrazixiyl 


NH 


propyl 


OCOOMe . 


6-clxloro-2-pyrazinyl 



28 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


NH 


propyl 


OCOOEt 


2-pyridyl 


NH 


propyl 


OCOOEt 


S-pyridyl 


NH 


propyl 


OCOOEt 


4-pyridyl 


NH 


propyl 


OCOOEt 


2-methyl-3-pyridyl 


NH 


propyl 


OCOOEt 


4-methyl«3-pyridyl 


NH 


propyl 


OCOOEt 


6-raetlryl-3-pyridyl 


NH 


propyl 


OCOOEt 


6 -m e thyl-3-pyridyl 


NH 


propyl 


OCOOEt 


2-ethyl-8-pyridyl 


NH 


propyl 


OCOOEt 


4-ethyl- 3-pyridyl 


NH 


propyl 


OCOOEt 


5-ethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


6-ethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


2-methoxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


4-methoxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


5-methoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


6-methoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


2-ethoxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


1 4-ethoxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


5-ethoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


6-ethoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


2-chloro-3-pyridyl 


NH 


propyl 


OCOOEt 


4-chloro-3-pyridyl 


NH 


propyl 


OCOOEt 


5-chloro- 8-pyridyl 


NH 


propyl 


OCOOEt 


6- cMoro- 3-pyridyl 


NH 


propyl 


OCOOEt 


2-fluoro-3-pyridyl 


NH 


propyl 


OCOOEt 


4-fluoro-3-pyridyl 


NH 


propyl 


OCOOEt 


5-fluoro- 3-pyridyl 


NH 


propyl 


OCOOEt 


6-£luoro-3-pyridyl 


NH 


propyl 


OCOOEt 


2-dbnethylaraino-3-pyxidyl 


NH 


propyl 


OCOOEt 


4-dimetiylainirio-3-pyridyl 


NH 


propyl 


OCOOEt 


5-dimethylamiiio- 3-pyridyl 


NH 


propyl 


OCOOEt 


6-dimethylami2io-3-pyridyl 


NH 


propyl 


OCOOEt 


2-(l-pyrrolidinyI)- 3-pyridyl 


NH 


propyl 


OCOOEt 


3-(l-pyrroKdmyl)-3-pyridyl 


NH 


propyl 


OCOOEt 


5-(l-pyrroHdinyl)-3-pyridyl 


NH 


propyl 


OCOOEt 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


propyl 


OCOOEt 


2-piperidino-3-pyridyl 


NH 


propyl 


OCOOEt 


4-pip eridino-3-pyridyl 


NH 


propyl 


OCOOEt 


5-pip eridiao-3-pyridyl 




propyl 


OCOOEt 


6-pip eridiao-3-pyridyl 


NH 


propyl 


OCOOEt 


2-morpholino- 3-pyridyl 


NH 


propyl 


OCOOEt 


4-morpholino- 3-pyridyl 


NH 


propyl 


OCOOEt 


5-morphoIino-3-pyridyl 


NH 


propyl 


OCOOEt 


6-raorpholino- 3 -pyridyl 


NH 


propyl 


OCOOEt 


2-hydroxy-3-pyridyl 


NH 


propyl 


OCOOEt 


4-hydroxy-3-pyridyl 


NH 


propyl 


OCOOEt 


5-hydroxy-3-pyridyl 


NH 


propyl 


OCOOEt 


6-hydroxy-3-pyriclyl 



29 



WO 02/085905 



PCT/JP02/03727 



NH 


propyl 


OCOOEt 


2-mercapto-3-pyridyl 


NH 


propyl 


OCOOEt 


4-mercapto-3-pyridyl 


NH 


propyl 


OCOOEt 


5-mercapto-3-pyridyl 


NH 


propyl 


OCOOEt 


6-mercap to-3-pyridy 1 


NH 


propyl 


OCOOEt 


2 - me thvlthio- 3 -o vrid vl 


NH 


propyl 


OCOOEt 


4>nie th.vltriio« 3 -d vrid vl 


NH 


propyl 


OCOOEt 


5-nietrivltriio~3-YJ vri dvl 


NH 


oropvl 


OCOOEt 


fi-Tn p+TtttI+Tii ft, -l.ntni dvl 


NH 


prowl 


OCOOEt 


«» o uiLu ts uiiy x" o "pyrioyi 


NH 


propyl 




o f o-ojuiietxiyi- o-pyriuyi 


NTT 

AN XX 


propyl 


OHOO!?* 


o-aietnyi- o-pyriayi 


NH 

IN JLL 


propyl 


nnnm?t 


o , o-cue tny i- o-pynayl 


1 NTT 
rv xx 


propyl 


opnm?+ 


z , o-aitnetiioxy- o -pynayl 


vrtx 

IN 11 


propyl 


UOUUJiit 


5,6-dimetlioxy- 3 -pyridyl 


NTT 

IN XI 


propyl 




2, 6-diethoxy-3*pyridyl 


NTT 

AN XX 


i propyl 




o, o-cuetnoxy- o-pyriay I 


NTT 

IN XX 


propyl 




Ao-aacxuoro-a-pyndyl 


NTT 

IN XX 


propyl 




o, D-aicnioro-o-pyraayl 


NH 


propyl 




5~ ohloroHrinethoxy - 3— pyxi dyl 


NTT 


propyl 




5 -chloro- 6-6tlioxy- 3-py ridyl 


NTT 

IN XX 


propyl 


00001?+ 


* - cJxioro-D-nietiiyi- a -pynayl 


NTT 

IN XX 


propyl 




6-chloro-2-rxiethyl-3-pyridyl 


NTT 

IN XX 


propyl 


\jKs\JKJJlih 


O wt- nil. ■ ,1 A I, * t 1 

^-metnyi-4-pyrittyl 


NTT 

IN XX 


propyl 




-e tnyl-4-pyriayl 


NTT 

IN XX 


propyl 




2-methoxy-4-pyridyl 


NTT 

IN XX 


propyl 




2-etnoxy-4-pyridyl 


NH 


propyl 




z-cmoro-4-pyrid.yl 


NH 




oroopf 


2 -dime tiry 1 aniiiio-4-pyridyl 


Nil 


propyl 


OOOOTHf 


* \ i^pyrroiiaiityi^-4-pyriflyi 


NH 


Dronvl 


OCOORt 


^ P *P ©ncuno -^-pynay i 


NH 


F* w PJ'i 


OCOOEt 


^-zQorpxioiiiio-4-pyriayi 


NH 


propyl 


OCOOEt 


2-methylthio-4-pyridyl 


NH 


propyl 


OCOOEt 


2-pyrazinyl 


NH 


propyl 


OCOOEt 


5-methyl-2-pyrazinyl 


NH 


propyl 


OCOOEt 


5-etliyl-2-pyra2inyl 


NH 


propyl 


OCOOEt 


5-methoxy-2-pyrazinyl 


NH | 


propyl 


OCOOEt 


5-ethoxy-2-pyTazinyl 


NH 


propyl 


OCOOEt 


5-clil or o-2 -pyra zinyl 


NH 


propyl 


OCOOEt 


6-methyl-2-pyrazinyl 


NH 


propyl 


OCOOEt 


6-metxioxy-2-pyrazinyl 


NH 


propyl 


OCOOEt 


6-chloro-2-pyrazinyl j 



30 



WO 02/085905 



PCT/JP02/03727 



v 
A 


ft* 


T»2 

R* 


Y 


NrL 


_ 1 j 1 

n- butyl 


OH 


2-pyridyl 


XTTT 

NH 


n-butyl 


OH 


■ 3-pyridyl 


NH 


n-butyl 


OH 


4-pyridyl 


NH 


n-butyl 


OH 


2-methyl-3-pyridyl 


NH 


n-butyl 


| OH 


4-methyl-3-pyridyl 


NH 


n-butyl 


OH 


5-metkyl-S-pyridyl 


NH 


n-butyl 


OH 


6-methyl-3-pyridyl 


NH 


n-butyl 


OH 


2-ethyl-3-pyridyl 


NH 


n-butyl 


OH 


4-ethyl-3-pyxidyl 


NH 


n-butyl 


OH 


5-ethyl-3-pyridyl 


NH 


n-butyl 


OH 


6-ethyl-3-pyridyl 


i NH 


n-butyl 


OH 


2-me thoxy- 3-pyridyl 


NH 


n-butyl 


OH 


4 -me thoxy- 3-pyridyl 


NH 


n-butyl 


OH 


B-methoxy-3-pyridyl 


NH 


n-butyl 


OH 


6-methoxy-3-pyridyl 


NH 


! n-butyl 


OH 


2-ethoxy-3-pyridyl 


NH 


n-butyl 


I OH 


4-ethoxy-3-pyridyl 


NH 


n-butyl 


OH 


5-ethoxy-J-pyridyl 


, NH 


n-butyl 


OH 


6-ethoxy-3-pyridyl 


NH 


n-butyl 


OH 


2-chloro- 3-pyridyl 


NH 


n-butyl 


OH 


4-cbIoro-3-pyridyl 


NH 


n-butyl 


OH 


5-chloro- 3-pyridyl 


NH 


n-butyl 


OH 


G-cbloro- 3-pyridyl 


NH 


n-butyl 


OH 


2-fluoro-S -pyxidyl 


NH 


n-butyl 


OH 


4-£tnoro-8-pyridyl 


NH 


n-butyl 


OH 


5-£hioro-S-pyridyl 


NH 


n-butyl 


OH 


6-fluoro-3-pyridyl 


NH 


n-butyl 


OH 


2-dimethylaxnino- 3-pyridyl 


NH 


n-butyl 


OH 


4-dimethylamino-3-pyridyI 


NH 


n-butyl 


OH 


5-dimethylamino-3-pyridyl 


NH 


n-butyl 


OH 


6-dimetbylamino-3-pyridyl 


NH 


n-butyl 


OH 


2- (1-pyrrolidinyl)- 3-pyridyl 


NH 


n-butyl 


OH 


3-(l-pyrroUdinyl)-3-pyridyl 


NH 


n-butyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


XTTT 

NH 


n-butyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-butyl 


OH 


2-piperidino-3-pyridyl 


NH 






4-pip eriuino - a -pyracry i 


NH 


n-butyl 


OH 


6-piperidino-3-pyridyl 


NH- 


n-butyl 


OH 


6-piperidinD-3-pyridyl 


NH 


n-butyl 


OH 


2-morpholino- 3 -pyxi dy 1 


NH 


n-butyl 


OH 


4-morpliolino-3-pyridyl 


NH 


n-butyl 


OH 


5-morpholino-3-pyridyl 


NH 


n-butyl 


OH 


6-m orpholino- 3 -pyxidyl 


NH 


n-butyl 


OH 


2-hydroxy- 3-pyridyl 


NH 


n-butyl 


OH 


4-hydroxy-3-pyridyl 


NH 


n-butyl 


OH 


5-hydroxy- 3-pyridyl | 


NH 


n-butyl 


OH 


6-hydroxy-3-pyridyl j 



31 



WO 02/085905 



PCT/JP02/03727 



NH 


n-butyl 


S OH 


2-mercapto-3-pyiidyl 


NH 


n-butyl 


OH 


4-mercapto-3-pyridyl 


NH 


n-butyl 


OH 


5-mercapto-3-pyridyl 


NH 


n-butyl 


OH 


6-mercapto-S-pyridyl 


NH 


n-butyl 


OH 


2-methylthio-3-pyridyl 


NH 


n-butyl 


OH 


4-methylthio-3-pyxidyl 


NH 


n-butyl 


OH 


5-methylthio-S-pyxidyl 


NH 


n-butyl 


OH 


6-naethylthio-3-pyridyl 


NH 


n-butyl 


OH 


2,6-dimethyl-3-pyxidyl 


NH 


n-butyl 


OH 


5,6-dimethyl-3-pyridyl 


NH 


n-butyl 


OH 


2,6- diethyl- 3 -pyri dy 1 


NH 


n-butyl 


OH 


6, 6-diethyl-3-pyridyl 


NH 


n-butyl 


OH 


2 fv-r? i m P'f. nw. 5} .nuri Hxrl 


NH 


n-butyl 


OH 




NH 


n-butyl 


OH 


2 . 6-die thoxv- 3-rivrid vl 


NH 


n-butyl 


OH 


W|M UXCUUUAJ %J fJjXXIXjfX 


NH 


n-butyl 


OH 


2 6-i3if*Vi1fMm-3-m7Ti r? vl 

"I^TU 1 1 KJA \y VJ LJj XXKXj JL 


NH 


n-butyl 


OH 




NH 


n-butyl 


OH 


5— c bloro~6-inet hoxy~3-pyr idyl 


NH 


n-butyl 


OH 


5-chloTO-6-etboTv»3-"Dvrif^v1 

V vluVl \J \J G %J fJj J, XIX J X 


NH 


n-butyl 


OH 


2-chloro-6-met)wl-3-'Dvridvl 


NH 


n-butyl 


OH 


S-ehlfvro-.2-m Tivl-S-nviHH-wl 


NH 


n-butyl 


OH 


2-metlivl-4-TJVTidv1 


NH 


n-butyl 


OH 


2 -P t.T) V 1 - 4. -TIVT7 H vl 


NH 


n-butyl 


OH 


2-mGfchoxv-4-"DVTidvl 


NH 


n-butyl 


OH 


2-ethoxy- 4-pyridyl 


NH 


n-butyl 


OH 


2-chloro-4-pyridyl 


NH 


n-butyl 


OH 


2 - dim e thy lamino - 4-p yrd dyl 


j NH 


n-butyl 


OH 


2-(l -pyiroHdinyl) - 4-pyridyl 


J NH 


n-butyl 


OH 


2-pip eridino-4-pyridyl 


1 NH 


n-butyl ' 


OH 


2-m orp h olin o- 4-pyri dyl 


) .NH 


n-butyl 


OH 


2-methylthio-4«pyridyl 


i NH 


n-butyl . 


OH 


2-pyrazinyl 


j NH 


n-butyl 


OH 


5-methyl-2-pyxazinyl 


\ NH 


n-butyl 


. OH 


5-ethyl-2-pyrazanyl 


NH 


n-butyl 


OH 


5- methoxy- 2-pyrazinyl 


NH 


n-butyl 


OH 


5-ethoxy-2-pyrazinyl 


NH 


n-butyl 


OH 


5- chloro-2-py r azinyl 


NH 


n-butyl 


OH 


6-methyl-2-pyrazinyl 


NH 


n-butyl 


OH 


6 -methoxy -2-pyrazinyl 


NH 


n-butyl 


OH 


6-chloro-2-pyrazinyl 



32 



T 

WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R a 


Y 


NH 


n-butyl 


OCOOMe 


2-pyridyl 


NH 


n-butyl 


OCOOMe 


3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-methyl-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-methyl-S-pyridyl 


NH 


n-butyl 


OCOOMe 


5-metbyl- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-me tnyl- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-ethyl- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-ethyl- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-ethyl-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-ethyl-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-methoxy- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-me thoxy- 3-pyridyl 


NH 


•n-butyl 


OCOOMe 


5- methoxy- 3-pyridyl • 


NH 


n-butyl 


OCOOMe 


6-me thoxy- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-ethoxy- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-ethoxy- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-ethoxy- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-ethoxy-3-pyridy] 


NH 


n-butyl 


OCOOMe 


2-chloro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-chloro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-chloro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-chloro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-fluoro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-fluoro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-fluoro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-fluoro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-dim ethylamino 3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-dim ethylamino- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-dimethylamino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-dimethylamino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-butyl 


OCOOMe 


3- (1-pyrrolidiny 1)- 3 -pyxidyl 


NH 


n-butyl 


OCOOMe 


5-(l-pyrrolidinyl)-3-pyridyl . 


I NH 


n-butyl 


OCOOMe 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-piperidinu-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-morpholino- 3 -pyridyl 


NH 


n-butyl 


OCOOMe 


4-morpholino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-morpholino- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-morpholino- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-hydroxy-S-pyri dyl 


NH 


n-butyl 


OCOOMe 


4-hydroxy-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-hydroxy-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-hydroxy-3-pyridyl 



33 



WO 02/085905 



PCT/JP02/03727 



NH 


n-butyl 


OCOOMe 


2-m PT»PflTito»5l»mTTi ri vl 

•J U1C1 wCtj^i mw^O JJJf J. iUji 


NH 


n-butyl 


OCOOMe 


4-rri pv^fliif n«-5l-YiVTn #1 t/1 


NH 


n-butvl 


OCOOMe 


S - Tin OTP SJ ti Tlrt * ?l .nvri f\ v\ 
%j "Hie i c a^i wj* o-p y x ixxy l 


NH 


AX M VI njr L 


OCOOMe 

\J W v 1VJLC 


w-mc i\*ap h\j o J)y xinyj, 


NH 


Ti-nntvl 

JUL U U vjrX 


v v V w 1Y IV 


uay luuu" o •pyxioyji 


NH 


n-KiiiT^rl 

JLI UU.I>jrX 


op on Mia 


* fc meunyiTJiio-o-pyTiayi 


NFT 

x.\xx. 


yi _ r\ n +tt 1 

ii-ouiyi 




5-me thylthio -3-pyridy 1 


MR" 

IN JO. 






o«xne tnyitnio - o-p yrictyx 


xttt 
JNJCl 


n-outyl 


ULrUUMe 


2,6-dimethyl-3-pyridyl 


XTTT 

JNJfcl 


n-butyl 


OCOOMe 


5,6-dmethyl-3-pyridyl 


XTTT 

JNxi 


n-butyl 


OGOOMe 


2, 6-diethyl- 3-pyndyl 


XTTT 
Nil 


_ 1 i..T 

n-butyl 


OCOOMe 


5,6-diethyl-3-p3aidyl 


XTTT 


n-butyl 


OCOOMe 


2,6-dirnetxioxy-3-pyridyl 


XTTT 

NH 


n-butyl 


OCOOMe 


8, 6-dimethoxy-3 -pyridyl 


XTTT 

NH 


n-butyl 


OCOOMe 


2,6-dietboxy-3-pyxidyl 


XTTT 

NH 


n-butyl 


OCOOMe 


5, 6-diethoxy-3-pyridyl 


XTTT 

NH 


n-butyl 


OCOOMe 


2,6-dichloro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5, 6-dichloro- 3-p3rridyl 


XTTT 

NH 


n-butyl 


OCOOMe 


5-chloro-6-met hoxy-3-pyr i dyl 


XTTT 
NH 


n-butyl 


OCOOMe 


5-cihloro- 6-ethoxy- 3-pyridy 1 


KTTT 

NH 


n-butyl 


OCOOMe 


2-chloro-6-m ethyl- 3 -pyridyl 


XTTT 

NH 


n-butyl 


OCOOMe 


6-chloro- 2-m ethyl- 3 -p yridyl 


XTTT 

NH 


n-butyl 


OCOOMe 


2-methyl-4-pyridyl 


XTTT - 

NH 


n-butyl 


OCOOMe 


2-^thyl-4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-methoxy-4-pyridyl 


XTTT 


n-butyl 


OCOOMe 


2-ethoxy-4-pyridyl 


XTTT 
■Nil 


n-outyl 


OCOOMe 


2-chloro-4-p}rridyl 


XTTT 


n-butyl 


OCOOMe 


2-dimethylammo-4-pyridyl 


XTTT 


n-butyl 


OCOOMe 


2-(l-pyrrobdinyl)-4-pyridyl 


XTTT 
IN XI 


n-butyl 


ooooMe 


2-pip eridtno-4-pyridyl 


IN XI 


n-butyl 


OCOOMe 


2-morpholino-4-pyndyl 


NH 


n-butyl 


OCOOMe 




NH 


n-butyl 


OCOOMe 


2-pyrazinyl j 


NH 


n-butyl 


OCOOMe 


5-methyl-2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


5-ethyl-2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


5-methoxy -2-pyrazinyl 


NH 


n-butyl 


OCOOMe | 


5-ethoxy-2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


5-chloro-2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


6-methyl~2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


6-methoxy-2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


6-chloro-2-pyrazinyl 



34 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


NH 


n-butyl 


OCOOEt 


2-pyridyl 


NH 


n-butyl 


OCOOEt 


3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-methyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-methyl- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-mcthyl-3-pyxidyl 


NH 


n-butyl 


OCOOEt 


6-me thy 1- 3 -pyridy 1 


NH 


n-butyl 


OCOOEt 


2-ethyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-ethyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-ethyl-3-pyridyl 


i NH 


n-butyl 


OCOOEt 


6-ethyl- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-methoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-methoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-methoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-methoxy-S-pyridyl 


NH 


n-butyl 


OCOOEt 


2-ethoxy- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-e tlioxy - 3 -p yri dy 1 


NH 


n-butyl 


OCOOEt 


6-et hoxy- 3 -pyridyl 


NH 


n-butyl 


OCOOEt 


6-etboxy- 3 -pyridyl 


NH 


n-butyl 


OCOOEt 


2- chloro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


4- chl or o- 3-pyridyl 


NH j 


n-butyl 


OCOOEt 


C-chloro-3-py rxdy 1 


NH 


n-butyl 


OCOOEt 


6-chloro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-£iuoro-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-fInaro- 3 -pyridyl 


NH 


n-butyl 


OCOOEt 


5-£Iuoro-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-fluoro-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-dimethylamino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-dimethylamino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-dimetbylamin(>- 3-pyxidyl 


NH 


n-butyl 


OCOOEt 


6-dimethyl8mino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2- (1 -pyrrolidinyl)- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


3-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-(l -pyrrolidinyl)-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-(l-pyrroHdinyl)-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-piperidino-3-pyridyl 




n-butyl 


OCOOEt 


5-pip eridino- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-pip eridino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-m orp holino- 3 -pyridyl 


NH 


n-butyl 


OCOOEt 


4-morpholino-3 -pyridyl 


NH 


n-butyl 


OCOOEt 


5-morpholino-3 -pyridyl 


NH 


n-butyl 


OCOOEt 


6-morpholino- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-hydroxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-hydroxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-bydroxy-3-pyri dyl 


NH 


n-butyl 


OCOOEt 


6-hydTf>sy-3-pyridyl 



35 



WO 02/085905 



PCT/JP02/03727 



NH 


n-butyl 


OCOOEt 


2-mercap to- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-mercap to- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-mercap to- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-mercapto-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-metkylthio-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-methylthio-3 -pyridyl 


NH 


n-butyl 


OCOOEt 


5 -methylthio-3 -pyridyl 


NH 


n-butyl 


OCOOEt 


6-methylthio-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2,6-dimethyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5 f 6-dimethyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2,6-diethyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6,6-diethyl-S-pyTidyl 


NH 


n-butyl 


OCOOEt 


2, 6-dime thoxy -3 -pyridyl 


NH 


n-butyl 


OCOOEt 


5, 6-dimethoxy-3 -pyiidy 1 


NH 


n-butyl 


OCOOEt 


2,6 -die thoxy- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


6\6-diethoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2, 6- dicnloro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


5, 6- dicnloro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-chloro-6-met boxy-3 -pyridyl 


NH 


n-butyl 


OCOOEt 


5-chloro-6-ethoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-chloro- 6-nxethyl-S-pyridyl 


NH' 


n-butyl 


OCOOEt 


6- chlor o- 2-methy 1- 3 -pyridyl 


NH 


! n-butyl 


OCOOEt 


2-m ethyl»4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-ethyl-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-me thoxy-4-p yri dy 1 


NH 


n-butyl 


OCOOEt 


2-ethoxy~4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-chloro-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-dimethylaniino-4-pyTidyl 


NH 


n-butyl 


OCOOEt 


2-(l-pyrrohdinyl)-4-pyridvl 


NH 


n-butyl 


OCOOEt 


2-p iperidino-4-py ridyl 


NH 


n-butyl 


OCOOEt 


2-morpholino-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-methylthio-4-pyridyl 


NH 


n-butyl • 


OCOOEt 


2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


6-methyl-2-p5Tazinyl 


NH 


n-butyl 


OCOOEt 


5«ethyl-2-pyrazinyl 


I NH 


n-butyl 


OCOOEt 


5-methoxy-2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


5-chloro-2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


6-methyl-2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


6-chloro-2-pyrazinyl 



36 



WO 02/085905 



PCT/JP02/03727 



A 


R* 


Br 


Y 


NH 


n-pentyl 


OH 


2-pyridyl 


NH 


n-pentyl 


OH 


3-pyridyl 


NH 


n-pentyl 


OH 


4-pyridyl 


NH 


n-pentyl 


! OH 


2 -methyl- 3-pyridyl 


NH 


n-pentyl 


OH 


4-methyl- 3-pyridyl 


NH 


n-pentyl 


OH 


B-methyl-S-pyridyl 


NH 


n-pentyl 


OH 


6-methyl-3-pyridyl 


NH 


n-pentyl 


OH 


2-ethyl-3-pyridyl 


NH 


n-pentyl 


OH 


4-ethyl-3-pyridyl 


NH 


n-pentyl 


OH 


6-ethyl-3-pyridyl 


NH 


n-pentyl 


OH 


6-ethyl- 3-pyridyl 


NH 


n-pentyl 


OH 


2-methoxy- 3-pyridyl 


NH 


n-pentyl 


OH 


4-methoxy- 3-pyridyl 


NH 


n-pentyl 


OH 


6-jnetao3cy-3-pyridyl 


NH 


n-pentyl 


OH 


6-methoxy-3-pyridyl 


NH 


n-pentyl 


OH 


2«ethoxy-3-pyridyl 


NH 


n-pentyl 


OH 


4-ethoxy-3-pyridyl 


NH 


n-pentyl 


OH 


5-ethoxy-3-pyridyl 


NH 


n-pentyl 


OH 


6-ethoxy- 3-pyridyl 


NH 


n-pentyl 


OH 


2-ehloro-3-pyridyl 


NH 


n-pentyl 


OH 


4-chloro-3-pyridyl 


NH 


n-pentyl 


OH 


5-chloro-3-pyridyl 


NH 


n-pentyl 


OH 


6-chloro-3-pyridyl 


NH 


n-pentyl 


OH 


2-iluoro-3-pyridyl 


NH 


n-pentyl 


OH 


4-£hioro-3-pyridyl 


NH 


| ' n-pentyl 


OH 


5-fliioro-3-pyridyl 


NH 


n-pentyl 


OH 


6-fluoro-3-pyridyl 


NH 


n-pentyl 


OH 


2-diinethylamino-3-pyridyl 


NH 


n-pentyl 


OH 


4-dimethylainino-3-pyridyl 


NH 


n-pentyl 


OH 


5-dimethylamino- 3-pyridyl 


NH 


n-pentyl 


OH 


6-dimethylaniino-3-pyiidyl 


NH 


n-pentyl 


OH 


2-(l-pyrrolidiny 1) -3-pyridyl 


NH 


n-pentyl 


OH 


3- (1 -pyrrolidiny 1) - 3-pyridyl 


NH 


n-pentyl 


OH 


6- (1 -pyrrolidinyl) - 3-pyridyl 


NH 


n-pentyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-pentyl 


OH 


2-pip eridino- 3-pyridyl 


NH 


n-pentyl 


OH 


4 -pip eridino- 3-pyridyl 


NH 


n-pentyl 


OH 


5-piperidino-3-pyridyl 


XTTJ 

rvfri 


n-pentyl 


ATT 

UH 


6-pip eridino -3-pyridyl 


NH 


n-pentyl 


OH 


2-morpholino-3-pyridyl 


NH 


n-pcntyl 


OH 


4-morpholino-3-pyridyl 


NH 


n-pentyl 


OH 


6 -morpholino- 3-pyridyl 


NH 


n-pentyl 


OH 


6-morpholino- 3-pyridyl 


NH 


n-pentyl 


OH 


2-hydroxy-3-pyridyl 


NH 


n-pentyl 


OH 


4-hydroxy- 3-pyridyl 


NH 


n-pentyl 


OH 


5-hydroxy- 3-pyridyl 


NH 


n-pentyl 


OH 


6-hydroxy-3-p yridyl 



37 



WO 02/085905 



PCT/JP02/03727 



NH 


n-pentyl 


OH 


2-m erca b to- 3 -d vi*idvl 


NH 


n-pentyl 


OH 


4-mercaTjivo- S-"nvri d vl 


NH 


n-pentyl 


OH 


5-mercaT)to-3-Ti vri d vl 

** ***NJJ. wHJ/ WW IS ^JTXXULJrX 


NH 


n-pentvl 


OH 


6-niP.T'PnTi frv-ft-rivi-T d vl 


NH 


n-t)entvl 


OH 


a ixxcuxxyiLxxxo-o-pyxiayi 


NH 


n-pentyl 


OH 


** xxxu uxxyxiaxxo-0-pyxxu.yi 


NH 


n-TJPTffcvl 

*A ±* w LX w Jf X 


OH 


o •xxie wxyiijxio-o-pyriCiy I 


NH 


** j^cxxitjrx 


OH 


vT-xue uxxyiLaxio-o-pyxxCiyi 


NH 


TI-T^PTlI'vl 

xx LJCXlbjrx 


OTT 


*s , D-aime cnyi- o-pynay l 


XX XX 


xx-penuyi 


UX1 


o,d- dimetnyl-a-pyriayl 


NH 

IN XX 


ix-pency* 


i OTT 
UXl 


A o-aie tnyl-3-pyridyl 


NTT 

IN XI 


n-pentyl 


OCT 
UH 


5,o-aietnyl-3-pyTidyl 


NTT 

INXx 


n-pentyl 


Uxl 


2, 6-ajmethoxy-3-pyrxdyl 


! NTT 

IN XX 


n-pentyl 


oct 
Uxl 


5,e-a*jnetnoxy-3-pyriayl 


NTT 

IN XI 


n-pentyl 


oct 
Uxl 


2,6-dietnoxy-3-pyrxdyl 


NTT 

IN XI 


n-pentyl 


Uxl 


5,6-diethoxy- 3-pyndyl 


NTT 

IN XX 


n-pentyl 


Uxl 


2,6-dicliloro - 3-pyridyl 


NTT 

IN XI 


n-pentyl 


oct 
Uxl 


5,o-aicnloro-3-pyridyl 


NTT 

IN XI 


n-pentyl 


Uxl 


5-chl oro-6-methoxy-3-pyr i dyl 


NTT 


n-penxyi 


Uxl 


5-chlor o -6-etnoxy-3-pyndyl 


' NTT 


n-pentyl 


Uxl 


2-cnloro-6-methyl-3-pyridyl 


NTT 

IN XX 


n-pencyi 


OCT 
Uxl 


6-cxxloro-2-methyl-3-pyridyl 


NTT 

IN XI 


n-pentyl 


ATT 

UH 


2-metnyl-4-pyridyl 


NTT 

XNXX 


n-pentyl 


oct 
Uxl 


2-etnyl-4-pyndyl 


NTT 

iNXl 


n-pentyl 


UH . 


2-metlioxy-4-pyndyl 


NTT 

XNxX 


n-pentyl 


OCT 

Uxl 


2-ethoxy-4-pyridyl 


NTT 

XNXX 


u-penxyi i 


OCT 

Uxl 


2-clxloro-4-pyridyl 


NH 

XNXJL 


n-pemyi 


OCT 

Uxx 


2-dimetnylammo-4-pyridyl 


NH 


IX- LJ~XXliji'X 


OCT 
UXl 


2-(l-pyxroHdinyl)-4-pyridyl 


NH 


ix- ij c?xx i/jr x 


OTT 


2-pip eridino-4-pyridyl 


XNXX 


xx-pexxtyx 


OCT 

Uxl 


2-m orp holino - 4 - pyridy 1 


NH 


n-pentyl _j 


OH 


2-m eth.yltliio-4-pyridyl 


NH 


n-pentyl 


OH 


2-pyrazinyl 


NH 


n-pentyl 


OH 


5 -m e thyl-2-pyr azinyl 


NH 


n-pentyl 


OH 


5-ethyl-2-pyrazinyl 


NH 


n-pentyl 


OH 


5-methcxxy- 2-pyrazinyl 


NH 


n-pentyl 


OH 


5-ethoxy-2-pyra2inyl 


NH 


n-pentyl 


OH 


5-chloro-2-pyrazinyl 


NH 


n-pentyl 


OH 


6-methyl-2-pyrazinyl 


NH 


n-pentyl 


OH 


6-methoxy-2-pyra*dnyl 


NH 


n-pentyl 


OH 


6-chloro-2-pyra2inyl 



38 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


ll 2 


! Y 


NH 


n-pentyl 


OCOOMe 


2-pyxidyl 


NH 


n-pentyl 


OCOOMe 


3-pyxidyl 


NH 


n-pentyl 


OCOOMe 


4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-ethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-ethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-ethyl-S-pyridyl 


NH 


n-pentyl 


OCOOMe 


! 6-ethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-methoxy-3-pyridyl 


NH 


n-pcntyl 


! OCOOMe 


4-methoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-methoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-me thoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-ethoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-ethoxy-3-pyridyl \ 


NH 


n-pentyl 


OCOOMe . 


, 5-ethoxy-3-pyridyl ! 


NH 


n-pentyl 


OCOOMe 


6-ethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-chloro-3-pyridyl 


NH , 


n-pentyl 


OCOOMe 


4-chloro- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-chloro- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-cnloro- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-fluoro-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-fluoro- 3-pyridyl j 


NH 


n-pentyl 


OCOOMe 


5 -fluoro- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-fluoro- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-dime thyla mono- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-dirnethylaniino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5 -dim ethyl amino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-dimethylamino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


3- (l-pyrrolidinyl)-3-pyridyl 


NH j 


n-pentyl 


OCOOMe 


5-(l-pyrroIidinyl)-S-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-(l-pyrrDlidinyl)-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-piperidino-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-piperidino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-piperidino-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-piperidino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-morpholino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-morpholino-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-morpholino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-morpholino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-hydroxy- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-hydroxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-hydroxy-3-pyridyl 


NH 


n-pentyl | OCOOMe 


6-hydroxy-3-pyridyl 



39 



WO 02/085905 



PCT/JP02/03727 



NH 


n-pentyl 


OCOOMe 


2-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-mercapto-8-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-m e thy lthio- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-methylthio-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-methylthio-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-methylthio-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2,6-diinethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5, 6- dimethyl- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2,6-diethyl-3-pyridyl 


NH 


1 n-pentyl 


OCOOMe 


5,6-diethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2,6-dimethoxy-8-pyridyl 


NH 


n-pentyl 


OCOOMe 


5, 6-dimethoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2,6-diethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5 , 6-die thoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOMe ' 


2, 6-dichloro-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5 , 6- dichloro- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-chloro-6-metboxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-chloro-6-ethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2- chioro-6-me thy 1- 8-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-chloro-2-niethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2 - m e thy 1-4- pyridy 1 


NH 


n-pentyl 


OCOOMe 


2-ethyl-4-pyridyl 


. NH 


n-pentyl 


OCOOMe 


2-methoxy-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-ethoxy-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-chlor o- 4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-dimethy 1 amino- 4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2- (1-pyrrolidinyl) -4-t>yridvl 


NH 


n-pentyl 


OCOOMe 


2-piperidino-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-morpholino-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-methylthio-4-pyridyl 


NH 


n-pentyl j 


OCOOMe 


2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


5-methyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


5-ethyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


5- methoxy- 2-pyrazinyl 


NH [ 


n-pentyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


5 -chloro - 2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


6-methyl-2-pyxazinyl 


NH 


n-pentyl 


OCOOMe 


6-methoxy- 2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


6-chloro-2-pyrazinyl 



40 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


NH 


n-pentyl 


OCOOEt 


2-pyridyl 


NH 


n-pentyl 


OCOOEt 


3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-pyridyl 


! NH 


n-pentyl 


OCOOEt 


2-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-etnyl«3-pyridyl 


; NH 


n-pentyl 


OCOOEt 


| 4-ethyl-3-pyxidyl 


NH 


n-pentyl 


OCOOEt 


5-ethyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-ethyl-S-pyridyl 


NH 


. n-pentyr 


OCOOEt 


2-xnethoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-methoxy-3-pyridy] 


NH 


n-pentyl 


OCOOEt 


5-methoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-methoxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-ethoxy-8-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-ethoxy-8-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-ethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-ethoxy-8-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-chlor o- 3-pyri dyl 


NH 


n-pentyl 


OCOOEt 


4-chloro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-chloro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-chloro -3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-fluoro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-fluoro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-fluoro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-fluoro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-dimethylamino-S-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-dimethylamino-3-pyridyl 


NH 


n-pentyl 


OCOOEt j 


6-dimethylamino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-dimethylamino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


3-(l-pyrroHdinyl)-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-piperidino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-piperidino-S-pyridyl 


JMJti 


n-pentyl 


OCOOEt ! 


5-piperidino-3-pyridyl 


• NH 


n-pentyl 


OCOOEt 


6-piperidino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-morpholuio-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-morpholino-3-pyridyl 


NH 


n-pentyl 


• OCOOEt 


5-morpholino- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6 -morpholino- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-hy dxoxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-hydroxy -3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-hydroxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-hydroxy-3-pyridyl 



41 



WO 02/085905 



PCT/JP02/03727 



NH 


n-pentyl 


OCOOEt 


2-mercapto-3 -pyridyl 


NH 


n-pentyl 


OCOOEt 


4-mercapto-S-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-mercap to- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-methylthio-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-methylthio-3-pyridyl 


NH 


n-pentyl 


| OCOOEt 


5 -methylthio-3 -pyridyl 


NH 


n-pentyl 


OCOOEt 


6-metnyltliio-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2, 6- dimethyl -3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6 , 6 -dim ethyl- 3 -pyridyl 


NH 


n-nentvl 


OCOOEt 


2, 6-diethyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5 fi»diethvl-3-T3VTidvl 


NH 


n-uentvl 


OCOOEt 


9. ft-Himpf.Vi nirv-^-TTUT-iHtrl 

*Jf U^UUilC vilUAj v i'/ XXVljr JL 


NH 


n-pentyl 


i OCOOEt 


fj R-.HiTTVPf'.KnYv-S-nvri^'U'l 


NH 


n-pentyl 


OCOOEt 


*i|W ujp bUUAjr u y jr A lu jr JL 


NH 


H-"D BIYfcvl 


OCOOEt 


U^U uLIC diiUAJ O ^/^y J. A lAjr X 


NH 


n-pentyl 


OCOOEt 


1 A ( VUIUIUU J 4J — £jjrXXL*.jr X 


NH 


n-pentyl 


OCOOEt 




NH 


n-ufintvl 


OCOOEt 


S— r»Hl r»T a — f> — rn n't hoYV — 3 — nvr 4 HvT 


NH 


n-pentyl 


OCOOEt 


fi-eHloTO-R-pthnw-S-TiVT^trlvl 

U'WUUi V U C bllwAjr v J># Jr A XU jf J 


NH 


n-pentyl 


OCOOEt 


" I'LUUX U-\J-AJXt7bAlj'X O AAllJf 1 


NH 


n-uexrtvl 


OCOOEt 


v'ULUUI U X< lilts L>U X- <J ffj XJLUy 1 


NH 


n-pentyl 


OCOOEt 


« iUC UXlJr 1 Tt^jy jXUXj'X 


NH 


n-pentyl 


OCOOEt 

V-/ vy X-j u 


A— C t»Iljr.l ?*— ^Jj'XXVljr X 


NH 


n-pentyl 


OCOOEt 


d XIX C UlIUAj ~*±-±jy X J.U.J' 1 


NH 


n-pentyl 


OCOOEt 


*»-ts itHxfj^y jtyjr xiULjr x 


NH 


n-pentyl 


OCOOEt i 


2-chloro- 4-pyridyl 


NH 


n-pentyl 


OCOOEt 


etTwl RnriiTtn-d-nvTi rt-cl 


NH 


n-pentyl 


OCOOEt 


2- f 1 -Dvrrolidinvl^-4-Tj vrid vl 


NH 


n-pentyl 


OCOOEt 


2-piperidino-4-pyridyl 


NH 


n-pentyl 


OCOOEt 


2 -m ca^holino-4-pyri dyl 


NH 


n-pentyl 


OCOOEt 


2-methylthio-4-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


5-methyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


5-ethyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


5-me fchoxy-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


6-ethoxy-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


5-chloro-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


6-methyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


6-chloro-2-pyra2inyl 



42 



WO 02/085905 



PCT/JP02/03727 





R J 

IV 


i R 2 

XV 


! V 
I 


o 


prup yx 


UXi 


2-pyridyl 


n 


propyl 


XJXt 


j 3-pyndyl 




propyl 


nvt 


| 4-pyridyl 




propyl 


Uxl 


2-metnyl-3-pyridyl 




propyl 


ATT 

Uxl 


4-methyl-3-pyridyl 


KJ 


propyl 


OH 


5-methyl-3-pyridyl 


u 


propyl 


/*\TT 

OH 


6-methyl-3-pyridyl 


o 


propyl 


OH 


2-ethyl-3-pyridyl 


0 


propyl 


OH 


4-ethyl-S-pyridyl 


0 


propyl 


OH 


5-ethyl-3-pyridyl 


o 


propyl 


OH 


6-etrryl-S-pyridyl 


o 


propyl 


OH 


2-methoxy-S-pyridyl 


0 


propyl 


OH 


4-methoxy-3-pyridyl 


0 


propyl 


OH 


5-methoxy-S-pyridyl 


0 


propyl 


OH 


6-methoxy- 3-pyridyl 


o 


propyl 


OH 


2-e thoxy- 3-pyridyl 


0 


propyl 


OH 


4-e thoxy- 3-pyridyl 


0 


propyl 


OH 


5 - e thoxy- 3-pyridy 1 


0 


propyl 


OH 


6-eth.oxy-3-pyridyl 


0 


propyl 


OH 


2-chloro- 3-pyridyl 


0 


propyl 


OH 


4-chloro- 3-pyridyl 


o 


propyl 


OH 


5-chloro- 3-pyridyl 


0 


propyl 


OH 


6-chloro- 3-pyridyl 


0 


propyl 


OH 


2-flnoro- 3-pyridyl i 


o 


propyl 


OH 


4-fluoro-3-pyridyl 


0 


propyl 


OH 


5-£hioro-3-pyridyl 


0 


propyl 


OH 


8-fluoro-3-pyri dyl 


r\ 

o 


propyl 


OH 


2-dimetliyla.aiirio-3-py ridyl 


o 


propyl 


OH 


4-dimethylamino-3-pyridyl 




propyl 


OH 


5-dimethy lamino- 3-pyridyl 


| u 


propyl 


OH 


6-dimethylamino-3-pyridyl 


u 


propyl 


ATT 

OH 


2-(l«pyrroHdinyl)- 3 -pyridy 1 


\j 


propyl 


OH 


3-(l-pyrrolidinyl) ■ 3 -pyndyl 


Ci 
\J 


propyl 


ATT 

OH 


5-(l -pyrrohdUny l)-8 -pyridyl 




propyl 




6- (1-pyrroKdinyl)- 3-pyridyl 


o 


propyl 




2-piperidino- 3-pyridyl 


o 


propyl 




4-pip eridino- 3-pyndy 1 


0 


propyl 


OH 


5-piperidino- 3-pyridyl 


0 


propyl 


OH 


6-piperidino-3-pyridyl 


0 


propyl 


OH 


2 -m orpholino - 3 -p yxidy 1 


0 


propyl 


OH 


4-morpholino-3 -pyridyl 


0 


propyl 


OH 


5-morpholino- 3-pyridyl 


0 


propyl 


OH 


6-morpholino-3-pyridyl 


0 


propyl 


OH 


2-hy droxy- 3-pyridyl 


0 


propyl 


OH 


4-hydroxy- 3-pyridyl 


0 


propyl 


OH 


5-hydroxy-3-pyTidyl 


0 


propyl 


OH 


6-bydroxy-3-pyridyl 



43 



WO 02/085905 



PCT/JP02/03727 



0 


propyl 


OH 


2-mercapto- 8-pyridyl 


0 


propyl 


OH 


4-mercapto- 3-pyridyl 


0 


propyl 


OH 


5-mercapto- 3-pyxidyl 


0 


propyl 


OH 


6-mercap t o - 3-pyridyl 


0 


propyl 


OH 


2-m othvlthio- 3-d vrid vl 


0 


propyl 


OH 


4-xne thy lthio -8 -py ridyl 


0 


propyl 


OH 


5-metiiyltiiio -8-pyridyl 


0 


propyl 


OH 


6-me thyltliio-3-pyxi dyl 


0 


dtodvI 


' OH 


«|U VLJULUC I'll J 1™ Pj * Alij 1 


0 


DTODVl 


OH 


K C.^im o^Tivl-*?-.TiTr»»i<1-vl 


o 


DroDvl 


OH 




o 




OH 


Li, o-iLic Lnyi-o-pyiiayi 


o 




OH 

\JXX 


a t o- cuzqc wioxy- o-py noyi 


o 




OH 


u^D" m in r WHO jcy •* o "Pyriciy i 


o 


tyrnnvl 


OH 


o ■ u 16 inoxy " 0"pyriuy i 


o 


■ propyl 


OH . 


5,6-diethoxy-3-pyndyl 


o 


pxupyj. 


OH 


z , d -uicnioro- o-pyriayi 


0 


propyj. 


ow 


• o,b-aicnioro»o-pyriclyl 


o 


Jtr iK 'i J J J - 


OH 

\sXX 


o coj.oro o jib unoxy o pyricyj. 


o 


DTilTlvl 
F* up J L 


OH 

\sXX 


j vii turu* O" o uiiuxy * o -pyn ciyj. 


o 


p*upjJ- 


OH 

VXl 


^-ciiioro- D-m eij nyi" o-pyxiOLyi. 


o 




OH 


O" uixiui u-zr-xutJ tiiy !**>;> -pyriciyi 


o 


T3TODvl 
ir xu PJ J - 


OH 


o thirl _yi _ yi «> »»i w3 tr? 

*s ~ jiie wjiy i**t*py xitiy i 


o 


P XU PJ A 


OH 


^ -e uny i-^-pynay i 


o 




OH 


A"iJiciaJ.uxy-*-pyxi > Qyi 


0 


"DTODVl 


OH 


uuu 2Ly m **pyi lujr 1 


o 


propyl 


OH 




1 0 


propyl 


OH 


*j U 1 IM cmjf AQIIJ.JLI1U *rlfjxx\XjX 


0 


propyl 


OH 


*» V«*- p Jr ■» .1 ujj.uju.jf x/ m '* m kjjfxxuy X 


0 


propyl 


OH 


•j p xjj cjni mu* ■* P,y xiLij/ x 


o 


propyl 


OH 


2-mori)holino-4-pyridyl 


0 


propyl 


OH 


2-methylthio-4-pyridyl 


0 


propyl 


OH 


2-pyraziiiyl 


0 


propyl 


OH 


5 -me thy 1- 2 -pyr a ziiiy 1 


0 


propyl 


OH 


5-ethyl-2-pyraziiiyl 


o 


propyl 


OH 


5-methoxy-2-pyrazinyl 


0 


propyl 


OH 


5-ethoxy-2-pyraziuyl 


o 


propyl 


OH 


6- chloro-2-pyrazinyl 


0 


propyl 


OH 


6-methyl- 2-pyr a zinyl 


0 


propyl 


OH 


6-methoxy-2-pyrazinyl 


0 


propyl 


OH 


6-cjjJoro-2-pyrazirjyl 



44 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


0 


propyl 


OCOOMe 


2-pyxidyl 


0 


propyl 


OCOOMe 


S-pyridyl 


0 


propyl 


OCOOMe 


! 4-pyridyl 


o 


propyl 


OCOOMe 


2-me thyl -3-py ri dyl 


0 


propyl 


OCOOMe 


4- methyl-3-pyridyl 


0 


propyl 


OCOOMe 


5-methyl-3-pyridyl 


0 


propyl 


OCOOMe 


6-m ethyl-3-pyxidyl 


0 


propyl 


OCOOMe 


2-eihyl-3-pyridyl 


0 


propyl 


OCOOMe 


4-etlrvl-3-ovridvl 


o 


propyl 


OCOOMe 


5-etbyl-3-pyridyl 


0 


propyl 


OCOOMe 


6-etlivl- 8-Dvridvl 


0 


propyl 


OCOOMe 


2-me tlioxv- 3-d vridvl 


0 


propyl 


OCOOMe 


4-me£hoxv-3-Dvridvl 


0 


propyl 


OCOOMe 


5-irietlioxv-3»t>VTidvl 


0 


propyl 


OCOOMe 


fi-me tlioxv- 3~d vrid vl 


0 


propyl 


OCOOMe 


2-etlioxv-3-t3vridvl 


0 


propyl 


OCOOMe 


4-e thoxy- 3-pyridyl 


o 


propyl 


OCOOMe 


5-e tlioxv- 3-D vri d vl 


0 


propyl 


OCOOMe 


6 -ethoxy^ 3-pyridyl 


0 


propyl 


OCOOMe 


2-cliloro- 3 -d vridvl 


0 


propyl 


OCOOMe 


4 -ohloro- 3-pyxidyl 


0 


propyl 


OCOOMe 


5-chloro- 3-pyridyl 


0 


propyl 


OCOOMe 


6-chloi*o- 3-pyridyl 


0 


propyl 


OCOOMe 


2-fl"uoro»3-pyridyl 




propyl 


OCOOMe 


4-£hxoro-3-pyridyl 


0 


propyl 


OCOOMe 


5-flu oro- 3-D vri dvl 


0 


propyl 


OCOOMe 


6-£Iuoro- 3-pyridyl 


0 


propyl 


OCOOMe 


2- dim e thyla m ino- 3-pyridyl 


0 


propyl 


OCOOMe 


4- dime thylamino- 3-pyridyl 


0 


propyl 


OCOOMe 


6-dimethylammo-3-pyridyl 


0 


propyl 


OCOOMe 


6-dimethylamino-3-pyridyl 


0 


propyl 


OCOOMe 


2-(l -pyrroli dinyl)-3 -pyridyl 


0 


propyl 


OCOOMe 


3-(l-pyrrolidmyl)-3-pyridyl 


0 


propyl 


OCOOMe 


5- (1 -pyrroli dinyl)-3-pyridyl 


0 


propyl 


OCOOMe 


6-(l -pyrrolidinyl)-3-pyridyl 


0 


propyl 


OCOOMe 


2-piperidino-3-pyridyl 


0 


propyl 


OCOOMe 


4-p iperidiao-3-pyridyl 


0 


propyl 


OCOOMe 


5-piperidino-3-p3aridyl 


0 


propyl 


OCOOMe 


6-pip eridino-3-pyridyl 


0 


propyl 


OCOOMe 


2-morpholino-3-pyriidyl 


0 


propyl 


OCOOMe 


4-morpholino-3-pyridyl 


0 


propyl 


OCOOMe 


5-m oxpholino-S-py ridyl 


0 


propyl 


OCOOMe 


6-morpholino-3-pyridyl 


0 


propyl 


OCOOMe 


2-hydroaty- 3-pyridyl 


0 


propyl 


OCOOMe 


4-hydroxy- 3-pyridyl 


0 


propyl 


OCOOMe 


5-hy droxy- 3-pyridyl 


0 


propyl 


OCOOMe 


6-hydroxy-3-pyridyl 



45 



WO 02/085905 



PCT/JP02/03727 



0 


propyl 


OCOOMe 


2-mercapto-3-pyridyl 


0 


propyl 


OCOOMe 


4-mercapto-3-pyridyl 


0 


propyl 


OCOOMe 


5-mercapto- 3-pyridyl 


0 


propyl 


OCOOMe 


6-mercapto-3-pyridyl 


0 


pxopyl 


OCOOMe 


2-methylthio-3-pyridyl 


0 


propyl 


OCOOMe 


4-methylthio-3-pyridyl 


0 


propyl 


OCOOMe 


5-methylthio-3-pyridyl 


0 


pxopyl 


OCOOMe 


6-methylthio-3-pyridyl 


0 


propyl 


OCOOMe 


2,6-dimethyl-3-pyridyl 


0 


propyl 


OCOOMe 


5,6-dimethyl-3-pyridyl 


0 


propyl 


OCOOMe 


2, 6-diethyl-3-pyridyl 


0 


propyl 


OCOOMe 


5, 6«diethyl-3-pyridyl 


0 


propyl 


OCOOMe 


2,6-dimethoxy-3-pyridyl 


0 


propyl 


OCOOMe 


5,6-dimethoxy-3-pyridyl 


0 


propyl 


OCOOMe 


2 f 6-diethoxy-3-pyridyl 


0 


propyl 


OCOOMe 


6, 6-diethoxy-3-pyridyl 


0 


propyl 


OCOOMe 


2,6 -dichloro-3-pyridyl 


0 


propyl 


OCOOMe 


6 ,6-dichloro-3-pyridyl 


0 


propyl 


OCOOMe 


5-chl oro~6nnD thoxy-3-pyri dyl 


0 


! propyl 


OCOOMe 


5 -cKLoro-6-ethoxy- 3-pyridyl 


0 


propyl 


OCOOMe 


2-chloro-6-methyl-3-pyridyl 


0 


propyl 


OCOOMe 


6-chloro-2-methyl-3-pyridyl 


0 


propyl 


OCOOMe 


2-methyl-4-pyridyl 


0 


propyl 


OCOOMe 


2-ethyl-4-pyridyl 


0 


propyl 


OCOOMe 


2-methoxy«4-pyridyl 


0 


propyl 


OCOOMe 


2-ethoxy-4«pyridyl 


0 


propyl 


OCOOMe 


2-chloro-4-pyridyl 


0 


propyl 


OCOOMe 


2-dimethylainino-4-pyridy] 


0 


propyl 


OCOOMe 


2-(l-pyrrolidinyl)-4-pyridyl 


0 


propyl 


OCOOMe 


2-pip eridhio-4-pyridyl 


o 


propyl 


OCOOMe 


2 -m orpholino-4-pyridyl 


0 


propyl 


OCOOMe 


2-methylthio^-pyridyl 


0 


propyl 


OCOOMe 


2-pyrazinyl 


0 


propyl 


OCOOMe 


5-methyl-2-pyrazinyl 


0 


propyl 


OCOOMe 


5-ethyl-2-pyrazinyl 


0 


propyl 


OCOOMe 


5-methoxy-2-pyrazinyl 


0 


propyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


0 


propyl 


OCOOMe 


5-chloro-2-pyrazinyl 


0 


propyl 


OCOOMe 


6-methyl-2-pyraziriyl 


0 


propyl 


OCOOMe 


6-me ttoxy -2 -pyr a zinyl 


0 


propyl 


OCOOMe 


6-chloro-2-pyrazinyl 



46 



WO 02/085905 



PCT/JP02/03727 



X 


R l R 2 


Y 


0 


propyl 


OCOOEt 


2-pyridyl 


0 


propyl 


OCOOEt 


3-pyridyl 


0 


propyl 


OCOOEt 


4-pyridyl 


0 


propyl 


OCOOEt 


2-methyl-S-pyridyl 


0 


propyl 


OCOOEt 


4-xaethyl-S-pyridyl 


0 


oroDvl 


OCOOEt 


5-me thy 1- 3-pyridyl 


0 


oroDvl 


OCOOEt 


6-methyl-3-pyridyl 


0 


proovl 


OCOOEt 


2-etlryl-S-pyridyl 


0 


tjrnrnvl 


OCOOEt 


4-ethyl-3-pyridyl 


0 




OCOOEt 


5 -ethyl- 3-pyr idyl 


0 




OCOOEt 


6-ethyl-S-pyridyl 


0 


propyl 


onorvEt 


2-methoxy-3-pyridyl 


0 


uroDvl 


OCOOEt 


4-methoxy- 3-pyr idyl 


0 


pxupyx 


OCOOEt 


5 -meth.oxy-3 -pyridyl 


0 


TiTnmvl 


V> vVV£i w 


• 6-methoxy- 3 -pyridyl 


o 




OCOOEt 


2-ethoxy- 3-pyridyl 


0 


pxupyi 


OCOOEt 


4-ethoxy-3-pyridyl 


0 


pxupyi 


onooF.t 


6 -e thoxv- 3-uvxidvl 


o 


UTODvl 


OCOOEt 


6-ethoxy-3-pyridyl 


0 


TJTQmvl 


OCOOEt 

vvUVJJ b 


2- chloro- 3 -pyridyl 


0 


YJTOTIvl 


OOOOfEt 


4- chloro- 3-pyridyl 


0 


nronvl 


OCOOEt 


5-chloro- 3-pyridyl 


0 


1 P xu Pj a 


ocooEt 


6- chloro- 3-pyridyl 


0 


pxvpjr* 




2-fluoro- 3-d vridvl 


0 




OCOOKt 


4-fliioro- 3-pyridyl 


0 


uroovl 


OCOOEt 


6-fluoro-3-pyridyl 


0 


tjronvl 


OCOOEt 


6-£Iuoro- 3-pyridyl 


0 


DTODVl 


OCOOEt 


2- dim ethyl amino -3-pyridyl 


0 


t>rcpvl 


OCOOEt 

\y v/ a^j v 


4- dime thylamino- 3-pyridyl 


0 


propyl 


OCOOEt 


5-dimethylamino-3-pyridyl 


o 


propyl 


OCOOEt 


6-dimethylamino-S-pyridyl 


0 


propyl 


OCOOEt 


2-(l-pyrroHdinyl)-3-pyridyl 


0 


propyl 


OCOOEt 


8-(l-pyrrolidinyl)-3-pyridyl 


0 


propyl 


OCOOEt 


5-(l-pyrroHdinyl)-3-pyridyl 


1 0 


propyl 


OCOOEt 


6-(l-pyrroEdiiiyl)-8-pyridyl 


0 


propyl 


OCOOEt 


2-piperidino-3-pyridyl 


0 


propyl 


OCOOEt 


4-piperidino-3-pyridyl 


0 


propyl 


OCOOEt 


5-pip eridino-3-pyridyl 


0 


propyl 


OCOOEt 


€-pip eridino- 3-pyridyl 


0 


propyl 


OCOOEt 


2-morpholino-3-pyridyl 


0 


propyl 


OCOOEt 


4-morpholino- 3 -pyridyl 


0 


propyl 


OCOOEt 


5-morpholino-3-pyridy! 


0 


propyl 


OCOOEt 


6-morpholino- 3 -pyridyl 


0 


propyl 


OCOOEt 


2-liydroxy-3-pyridyl 


0 


propyl 


OCOOEt 


4-hydroxy-3-pyridyl 


0 


propyl 


OCOOEt 


5-hydroxy-3-pyridyl 


0 


propyl 


OCOOEt 


6-hydroxy-3-pyridyl 



47 



WO 02/085905 



PCT/JP02/03727 



0 


propyl OCOOEt 


2-mei*cflY}to-3-TyvTi H vl 


o 


propyl 




4- tti pt r»n ti i" o- -n vri H tjI 


o 


propyl 




IUcA Uc*JU ^Jf I JLUy I 


o 


propyl 


UUUUJtUt 




o 


propyl 


UUOUEt 


^-ni6unynDio-o"pyrxuyi 


o 

w 


propyl 


OCOOEt 


4*ni Buoyiumo- o-pynoy a 


\J 


propyl 


OCOOEt 


o-nietnyixJuio-o-pyriclyl 




propyl 


OCOOEt 


b-m e tDyitnio- o -pyri ay l 


n 

KJ 


propyl 


OCOOEt 


O O .Ti-..,. .-. 41, .tI O ' i i 

z, o- oime thy I- 8-pyndyl 


r\ 
KJ 


propyl 


OCOOEt 


6, 6-dimetnyl- 3-pyndyl 


n 
U 


propyl 


OCOOEt 


2, 6-diethyl-3-pyridyl 


U 


propyl 


OCOOEt 


5, 6-diethyl-3-pyndyl 


U 


. propyl 


OCOOEt 


2,6-dimethoxy- 3 -pyndyl 


r\ 
KJ 


propyl 


1 OCOOEt 


5,6-dimethoxy* 3-pyndyl 


u 


propyl 


OCOOEt 


2,6-diethoxy-3-pyridyl 


u 


propyl 


OCOOEt 


6,6-diethaxy-3-pyriayl 


u 


propyl 


OCOOEt 


2,6-dichloro-3-pyridyl 


o 


propyl 


OCOOEt 


5,6-dacMoro-3-pynayl 


o 


propyl 


OCOOEt 


5— chloro-G-methoxy-S-pyr i dyl 


u 


propyl 


OCOOEt 


5-chloro-6-ethoxy-3-pyridyl 


U 


propyl 


OCOOEt 


2-cHoro-6-methyl-3-pyridyl 


KJ 


propyl 


OCOOEt 


6 -chlor o- 2 -methyl- 3 -pyr idyl 


KJ 


propyl 


OCOOEt 


2-methyl-4-pyridyl 


KJ 


propyl 


OCOOEt • 


2-ethyl-4-pyridyl 


KJ 


propyl 


OCOOEt 


2-methoxy-4-pyridyi 


r\ 
KJ 


propyl 


OCOOEt 


2-ethoxy-4-pyndyl 


KJ 


propyl 


OCOOEt 


2-chloro-4-pyridyl 


r\ 
KJ 


propyl 


OCOOEt 


2-dmethylamino-4-pyridyl 


KJ 


propyl 


OCOOEt 


2-(l-pyrrobdinyl)-4-pyndyl 


KJ 


propyl 


OCOOEt 


2-pip eridirLO-4-pyridyl 


KJ 






2-morpliolirio-4-pyridyl 


0 


propyl 


OCOOEt 


2-m etVlvl tVi i n -4 -ntr-ri /I vl 

** ***** A UUU"4 p Jf XJlUjr X 


0 


propyl 


OCOOEt 


2-pyrazinyl 


o 


propyl 


OCOOEt 


5»me tJiyl-2-pyraziiiyl 


o 


propyl 


OCOOEt 


5-ethyl-2-pyrazinyl 


o 


propyl 


OCOOEt 


5-methoxy-2-pyrazinyl 


0 


propyl 


OCOOEt 


5-etlioxy-2-pyrazinyl 


0 


propyl 


OCOOEt 


6-chloro- 2 -pyrazinyl 


o 


Propyl 


OCOOEt 


6-methy3.-2-pyrazinyl 


0 


propyl 


OCOOEt 


6-me thoxy- 2-p yr aziny 1 


0 


propyl 


OCOOEt 


6-chlor o- 2-pyr azinyl 



48 



WO 02/085905 



PCT/JP02/03727 



X 


E J 


R 3 


Y 


0 


n-butyl 


OH 


2-pyridyl 


0 


n-butyl 


OH 


8-pyridyl 


0 


n-butyl 


OH 


4-pyridyl 


0 


n-butyl 


OH 


2-metbyl-3-pyridyl 


0 


n-butyl 


OH 


4-me thy 1- 3-pyri dy 1 


0 


n-butyl 


OH 


6-m ethyl-3-pyridyl 


0 


n-butyl 


OH 


6-metbyl-3-pyridyl 


0 


n-butyl 


OH 


2-etnyl-3-pyridyl 


0 


n-butyl 


OH 


4-ethyl-3-pyridyl 


0 


n-butyl 


OH 


5-ethyl-3-pyridyl 


0 


n-butyl 


OH 


6-etbyl-3-pyridyl . 


0 


n-butyl 


OH 


2-methoxy- 3-pyiidyl 


0 


n-butyl 


OH 


4 -me thoxy- 3-py ridy 1 


0 


n-butyl 


OH 


5-m e thoxy- 3-py ridy 1 


0 


n-butyl 


OH 


G-methoxy-3-pyxidyl 


o 


n-butyl 


OH 


2-ethoxy-3-pyridyl 


0 


n-butyl 


OH 


4-ethoxy-3-pyridyl 


0 


n-butyl 


OH 


S-ethoxy-S-pyyidyl 


0 


n-butyl 


OH 


6-ethoxy-3-pyridyl 


o 


n-butyl 


OH 


2-chloro-3-pyridyl 


o 


n-butyl 


OH 


4- cbloro-3-pyridyl 


0 


n-butyl 


OH 


6-chloro-3-pyridyl 


0 


n-butyl 


OH 


6-cbloro-3-pyridyl 


o 


n-butyl 


OH 


2-fluoro-8-pyridyl 


o 


n-butyl 


OH 


4-fluoro- 8-pyridyl 


o 


n-butyl 


OH 


5-£Iuoro-3-pyridyl 


0 


n-butyl . 


OH 


6-fluoro- 3-pyridyl 


0 


n-butyl 


OH 


2-damethylamino-3-pyridyl 


o 


n-butyl 


OH 


4-dimethylaniino-8-pyridyl 


o 


n-butyl 


OH 


5-d^ethylamino-3-pyridyl 


0 


n-butyl 


OH 


6-dinietbylaniino-3-pyridyl 


0 


n-butyl 


OH 


2-(l-pyjrrolidinyl)-3-pyridyl 


0 


n-butyl 


OH 


3-(l-pyrrolidinyl)-3-pyridyl 


0 


n-butyl 


OH 


6 -(1-py rroa*dinyl)-3-pyridyl 


0 


n-butyl 


OH 


6-(l-pyxrolidinyl)-3-pyridyl 


o 


n-butyl 


OH 


2-piperidino-3-pyridyl 


u 


n-butyl 


OH 


4-piperidino-3-pyridyl 


o 


n-butyl 


OH 


5-piperidino-S-pyridyl 


0 


n-butyl 


OH 


6-piperidino-3-pyridyl 


0 


n-butyl 


OH 


2-morpholino- 3-pyridyl 


0 


n-butyl 


OH 


4-morpholino- 3-pyridyi 


0 


n-butyl 


OH 


5-morpholino- 8-pyridyl 


0 


n-butyl 


OH 


6-morpholino-3-pjTidyl 


o 


n-butyl 


OH 


2-hydroxy-3-pyridyl 


0 


n-butyl 


OH 


4-hydroxy-8-pyridyl 


0 


n-butyl 


OH 


5-hydroxy-S-pyridyl 


0 


n-butyl 


OH 


6-hydroxy-3-pyridyl 



49 



WO 02/085905 



PCT/JP02/03727 



. 0 


n-butyl 


OH 


2-mereap to- 3-pyridyl 


0 


n-butyl 


OH 


4-mercapto- 3-pyridyl 


0 


n-butyl 


OH 


5-mercapto- 3 -pyridy 1 


0 


n-butyl 


OH 


6-mer capto- 3-pyridyl 


0 


n-butyl 


OH 


2-methylthio-3-pyridyl 


0 


n-butyl 


OH 


4-me thylthio- 3-pyridyl 


0 


n-butyl 


OH 


5-me thylthio- 3 -pyridyl 


0 


n-butyl 


OH 


6-me thylthio - 3 -pyridyl 


0 


n-butyl 


OH 


2, 6- dimethy 1-3-d vridvl 


p 


n-butyl 


OH 


5 . 6- diwicfcbvl - 3-n vr i H vl 


0 


n-butyl 


OH 


v UJ.C uiy A-O-py Xluy 1 


o 


n-butyl 


OH 


f> fi-rllAtbirT- Q.-mTTi r? vl 
v> W-UJ^lJjyi- O-py XXGLyX 


o 


n-butvl 


OH 


*j v-ojune iiioxy-o-pyTiuy i 


o 


n-butvl 


OH 


o , v» -mme uiiDxy - o-pyxiciy i 


o 


n-butvl 


OH 


«i w*uie wioxy- u-pyriuyi 


o 


n-butyl 


OH 


u , \j- uxtj uuoxy-o-p yTxuyx 


0 


n-butyl 


OH 


*»|\J-t*lwLU.Ui U-O-p jrXXOLjfX 


o 


n-butyl 


OH 


n w\~(i 1/* r\%fvrr\-. Q_ «TT»»i *4*rl 

w » w -uiuuiuxu" o -p ynuyi 


o 


n-butvl 


OH 


S~chl nrO" fi— tnp , tHnTv«-3-»revT"i Hvl 


0 


n-butyl 


OH 


R- rVl 1 nrn.fi. niVinw. Q_ystt-— -I A xrl 


0 


n-butyl 


OH 


*r-**uxux o-o-me unyx- o-pyriuyj 


i 0 


n-butyl 


OH 


o-tAijiuxu-^-iiiaijuyx-o-pyxiQyi 


o 


n-butvl 


OH 


£ - ill c Lnyi- **-p yxj Q.y i 


0 


*A w u i»Jr i. 


OH 


A-etnyj.-4-pyriciyji 


o 


n-butvl 


OH 


<6 ■meiooxy- 4t-pyrioy i 


o 


n-butyl 


OH 


A-eifiioxy * 4-pyrxoiy a 


o 


n-butyl 


OH 


Si - p*h 1 nv iv» A— ntnn A v\ 
*• tmuru* ^t-pyxxoyx 


/ 0 


n-butyl 


OH 


una e txiy j araxao -^r-pyira yi 


0 


n-butyl 


OH 


V A rpy xxoixiixjQyji^-^-pyxia.yi 


0 


n-butyl 


OH 


pjipcxiuj-iiu— -pyxiixyi 


o 


n-butyl 


OH 


2-tti niro boliti ft-^-nvri ilvl 


0 


n-butyl 


OH 


2-methylthio-4-pyridyl 


0 


n-butyl 


OH 


2-pyrazinyl 


0 


n-butyl 


OH 


5-me thy 1-2-pyrazinyl 


0 


n-butyl 


OH 


5-ethyl-2-pyrazinyl 


0 


n-butyl 


OH 


5-methoxy-2-pyrazinyl 


0 


n-butyl 


OH 


6-ethoxy-2-pyrazinyl 


0 


n-butyl 


OH 


6-chloro-2-pyrazinyl 


0 


n-butyl 


OH 


6-methyl-2-pyrazinyl 


0 


n-butyl 


OH 


6-methoxy-2-pyrazinyl 


0 


n-butyl 


OH 


6-chloro-2-pyrazinyl 



50 



WO 02/085905 



PC17JP02/03727 



X 


R 1 


R 2 


y 


0 


n-butyl 


OCOOMe 


2-nvridyl 


0 


n-butyl 


OCOOMe 


3-uvridvl 


o 


n-butyl 


OCOOMe 


/t-TIVTldvl 


o 


n-butvl 


OCOOMe 


0-TY» nlihtrl «5l»n vim il vl 

triUB wxxjr A— O— £J jf XAlXjr 1 


o 


n-butyl 


OCOOMe 


4- Tn f> ^"Vi tr7 _ S.ti vrif^Trl 
«3 wujr .x-o-pyxxviyi 


o 


u u ixty i 


OHOOMa 

vwV/vluu 


o-m b xnyi- o-pyntuyi 


n 


xi-uutyi 




o-metny l- o -pynciyi 


\j 


n-outyi 




z-etnyi- a -pyxiayi 


\J 






4-exnyi- o-pynayl 


KJ 


n-butyl 




t>-etnyl- 3-pyndyl 


r\ 

u 


ii- Duty l 


UvAJUMe 


6-e tnyl- 3 -pyndy 1 


r\ 
U 


n- butyl 


UUUUMC 


2-m e thoxy- 3 -pyridyl 


U 


n-outyl 


uuuuMe 


4-methoxy- 3-pyridyl 


U 


n-outyl 


uuuuMe 


5-methoxy- 3-pyridyl 


r\ 

u 


n-OUtyl 


uouuivie 


S-metboxy ■ 3-pyridyl 




n-butyl 


1 UL/UUJVle 


2- e thoxy- 3-pyridyl 




n-butyl 




4-ethoxy-3-pyridyl 


o 


ii- ouiy x 


UOU L/JVLe 


5- e thoxy- 3-pyridyl 




n -butyl 


L/wv-lwiVie 


o-p.tvh.oxy- o-pyndyl 


n 


n luifrrl 


uouuMe 


2-chloro-3-pyr?.dyl 


f| 
u 


u-Dutyi 


UbUUMe 


4- chl or o -3-pyridyl 


n 






o -cnioro-o-pynayl 


n 


n-Duiyi 




o-Cflioro-o-pyndyJ 


r\ 
w 


n-Duiyi 




2-fluoro- 3-pyridyl 


n 






4»fluoro- 3 -pyridyl 


o 






o-iiuoro- a -pynayi 


0 




nrnnMo 


o-iiuoro- o -pyridy i 


0 


JUL U U |( Y X 




2-dimebhylamino- 3-pyridyl 


o 


•n«.finfrrT 

XX U K-K \ij X 


ononivr« 


*t-aixuexnyianiino^o-pyriciyi 


o 


XX U U. vjT X 


v/ o vy uivjlc 


5-dim ethylaniino-3-pyridyl 


o 


n-butyl 


OCOOMe 


n«miiiPi,fiyinmiTi n» Q -pyXXUyjl 


o 


n-butyl 


w \y \j hid 


i-\x-pyrxvi_tiiiiyij -o-pyxioyi 


o 


n-butyl 


OCOOMe 


o- v J. -jp yr x oiiuixxy iy - o -pyriuyx 


o 


n-butyl 


OCOOMe 


*/ yx-x/jr xx xjixiAiiiy i,/ o £i j iiuji 


0 


n-butyl 


OCOOMe 


V/ \X-^iJf XX VXXUJLXXJf X/-Q"^ljf XXAXJf X 


0 


n-butyl 


OCOOMe 


2 -Din eridino- 3-T>vri^ vl 


0 


n-butyl 


OCOOMe 


4-piperidino-3-pyridyl 


o 


n-butyl 


OCOOMe 


5-pipericLino- 3-pyridyl 


0 


n-butyl 


OCOOMe 


6-piperidino-3-pyridyl 


I 0 - 


n-butyl 


OCOOMe 


2-roorpholino- 3-pyridyl 


0 


n-butyl 


OCOOMe 


4-morpholino- 3 -pyridyl 


0 


n-butyl 


OCOOMe 


5-morpholino- 3-pyridyl 


0 


n-butyl 


OCOOMe 


6-morpholino- 3-pyridyl 


0 


n-butyl 


OCOOMe 


2-hydroxy-3-pyridyl 


0 


n-butyl 


OCOOMe 


4-hydroxy- 3-pyridyl 


0 


n-butyl 


OCOOMe 


5-hydroxy-3-pyridyl 


0 


n-butyl 


OCOOMe 


6-hydroxy-3-pyridyl 



51 



WO 02/085905 



PCT/JP02/03727 



1 r\ 

\-TT- 


n-butyl 


OCOOMe 


2-mercapto- 3-pyridyl 


0 


n-butyl 


OCOOMe 


4-mercapto-S-pyridyl 


0 


n-butyl 


OCOOMe 


5-mercapto-3-pyridyl 


0 


n-butyl 


OCOOMe 


6-mercapto-a-pyridyl 


0 


n-butyl 


OCOOMe 


2-methylthio-3-pyridyl 


0 


n-butyl 


OCOOMe 


4-methyl thio- 3-pyridyl 


0 


n-butyl 


OCOOMe 


6-metnylthio-3«pyridyl 


0 


n-butyl 


OCOOMe 


6-metby lthio-3 -p yridyl 


0 


n-butyl 


OCOOMe 


2, 6-dimethyl- 3-pyridyl 


0 


n-butyl 


OCOOMe 


5,6-dimethyl-3-pyridy2 


0 


n-butyl 


OCOOMe 


2,6-diethyl-3-pyridyl 


0 


n-butyl 


OCOOMe 


5,6-diethyl-3-pyridyl 


0 


n-butyl 


OCOOMe 


2,6-dimethoxy-S-pyridyl 


0 


n-butyl 


OCOOMe 


5,6-dunethoxy-3-pyridyl 


0 


n-butyl 


OCOOMe 


2,6-dietnoxy-3-pyridyl 


0 


n-butyi 


OCOOMe 


5,6-dietboxy-3-pyridyl 


0 


n-butyl 


OCOOMe 


2,6-dicnloro-S-pyridyl 


0 


n-butyl 


OCOOMe 


5, 6-dichloro-3-pyridyl 


0 


n-butyl 


OCOOMe 


5-ch loro-e-met hoxy-3-pyridy I 


0 


n-butyl 


OCOOMe 


5-chloro-6-ethoxy- 3-pyridyl 


0 


n-butyl 


OCOOMe 


2-chloro-6-methyl-3-pyridyl 


0 


n-butyl 


OCOOMe 


6-chloro- 2-metnyl- 3-pyridyl 


0 


n-butyl 


I OCOOMe 


2-methyl-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-etbyl-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-methoacy-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-ethoxy-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-chloro-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-dimethylamin o-4-pyridyl 


o 


n-butyl 


OCOOMe 


2-(l-pyrroIidinyl)-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-piperidino-4-pyridyl 


o 


n-butyl 


OCOOMe 


2-morpholino-4-pyridyl 


0 


n-butyl' 


OCOOMe 


2-methylthio-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-pyrazinyl 


o 


n-butyl 


OCOOMe 


6-methyl-2-pyrazdnyl 


o 


n-butyl 


OCOOMe 


5-ethyl-2-pyra2anyl 


o 


n-butyl 


OCOOMe 


5-methoxy-2-pyrazinyl 


o 


n-butyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


o 


n-butyl 


OCOOMe 


S-chloro-2-pyrazinyl 


0 


n-butyl 


OCOOMe 


6-metbyl-2-pyraziny] 


o 


n-butyl 


OCOOMe 


6-methoxy-2-pyrazinyl 


0 


n-butyl 


OCOOMe 


6-chloro -2-pyrazinyl 



52 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R J 


Y 


0 


n-butyl 


OCOOEt 


2-pyridyl 


0 


n-butyl 


OCOOEt 


3-pyridyl 


0 


n-butyl 


OCOOEt 


4-pyridyl 


0 


n-butyl 


OCOOEt 


2-methyl- 3-pyridyl 


0 


n-butyl 


OCOOEt 


4-methyl- 3-pyridyl 


0 


n-butyl 


OCOOEt 


5-m ethyl- 3 -pyridyl 


0 


n-butyl 


OCOOEt 


6-uj ethyl- 3-pyridyl 


0 


n-butyl 


OCOOEt 


2-ethvl-3-Dvridvl 


0 


n-butyl 


OCOOEt 


4- - fl t h v) -^-nvri rl vl 


0 


n-butyl 


| OCOOEt 


5 - e thvl- 3-tj vri dvl 


o 


n-butyl 


OCOOEt 

■\j V</ V/ J-J V 


6-efchvl-fl-TiVTifivl 


o 


n-butyl 


OCOOEt 


** iucuiUAjr o-pyxjuiyx 


o 


n-butyl 


OCOOEt 


4vm fitTi nvr « ?l-Tii7-i r i rl wl 


o 


n-butyl 


OCOOEt 


u-iuc m.u.x.y - o-py nu.yi 


o 


n-butyl 


OCOOEt 


fi»Tnpt , Tin , sn7-5l-Ti'\rr»i rl vl 

u*iu.t3 uLLUAy o jJj'i luyi. 


0 


n-butyl 


OCOOEt 


2«eth mrv-S-TYvri rl vl 


o 


n-butyl 


OCOOEt 


• /L-t> tin* fi"5rv-?l«Tt vfi r? vl 


o 


n-butyl 


OCOOEt 


w- e unuA.y-0-py nciyj 


0 


n-butyl 


OCOOEt 


fi-p tTin w-.^-n vn v] 

V— B wlV^Jr - v J 4 XUjr J 


0 


n-butyl 


OCOOEt 


2-eblmw-S-Tiv*rirlv1 


0 


n-butyl 


OCOOEt 


4— ehl nvr»- S-.nvT*i/1v1 


0 


n-butyl 


OCOOEt 


V V*11WA V Jf J" * i\X Jr A 


0 


n-butyl 


OCOOEt 


6-cliloro- 3«nvri H vl 

V 1/ Lr LJJr Jl .11 I Jr J 


0 


n-butyl 


OCOOEt 


2«fluoTft— Sl-Tivrrf rl vl 


0 


n-butyl 


OCOOEt 


4-fl.uoro- 3 -nvTi d vl 


0 


n-butyl 


OCOOEt 


5-fl'Ufyi*n-&-nvT4rl vl 


0 


n-butyl 


OCOOEt 


R-fl It OTA- S .-AVrl rl vl 


0 


n-butyl 


OCOOEt 


2-d lTTI P"fcVl vl ATTIITI rV- S -Ti VT1 fl vl 
** umuc wujr w mm^u jki jr i ALLY X 


0 


n-butyl 


OCOOEt 


4- dim ftth vl a ttii nn-/l»T* vm r? vl 


0 


n-butyl 


OCOOEt 


5 -dim fithvl a min n-3 -tjvti d vl 


0 


n-butyl 


OCOOEt 


6-dime thvlamino-3 -u vrid vl 


0 


n-butyl 


OCOOEt 


2-(l-pyrroHdinvl) - 3 -p vridvl 


0 


n-butyl 


OCOOEt 


3- (1 "pyrrolidiny 1)- 3-pyridyl 


0 


n-butyl 


OCOOEt 


5- (l-pyrrolidinvl)-3-Dvridvl 


0 


n-butyl 


OCOOEt 


6-(l-pyrrolidiiiyl)-3-pyridyl 


0 


n-butyl 


OCOOEt 


2-pip eridino- S-pyridyl 


0 


n-butyl 


OCOOEt 


4-pip eridino-S-pyridyl 


0 


n-butyl 


OCOOEt 


5-piperidino-3-pyridyl 


0 


n-butyl 


OCOOEt 


6-piperidino- 3-pyridyl 


0 


n-butyl 


OCOOEt 


2-tn orpholino- 3-pyri dyl 


0 


n-butyl 


OCOOEt 


4-morpholino-3 -pyridyl 


0 


n-butyl 


OCOOEt 


5-morpholino- 3 -pyridyl 


0 


n-butyl 


OCOOEt 


6-morpholino- 3-pyridyl 


0 


n-butyl 


OCOOEt 


2-hydroxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


4-hydroxy- 3-pyridyl 


0 


n-butyl 


OCOOEt 


5-hydroxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


6-hydroxy-3-pyridyl 



53 



WO 02/085905 



PCT/JP02/03727 



u 


n-butyl 


nr*nm?+ 


2-mercapto-S-pyridyI 


KJ 


n-butyl 




4-mercapto-3 -pyridyl 


r\ 


n-Dutyi 


UoUUJcjt 


5-mercapto-3-pyridyl 


o 


n-butyl 


OCOOEt 


6-mercapto-3-pyridyl 


U 


n-butyl 


OCOOEt 


2-me thylthio- 3 -pyridyl 


0 


n-butyl 


OCOOEt 


4-methylthio-3-pyridyl 


0 


n-butyl 


OCOOEt 


5-metliylthio-3-pyridyl 


0 


n-butyl 


OCOOEt 


e-methylthio-3-pyridyl 


0 


n-butyl 


OCOOEt 


2,6-dimethyl-3-pyridyl 


0 


n-butyl 


OCOOEt 


6,6-dimetliyl-3-pyridyl 


0 


n-butyl 


OCOOEt 


2,6-diethyl-3-pyridyl 


0 


n-butyl 


OCOOEt 


5,6-diethyl-3-pyridyl 


0 


n-butyl 


OCOOEt 


2,6-dimethoxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


6 > 6-dimethoxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


2 > 6-diethoxy-3~pyridyl 


0 


n-butyl 


OCOOEt 


5,6-diethoxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


2 > 6-dicnloro-3-pyridyl 


0 


n-butyl 


OCOOEt 


5, 6-dicMoro- 3 -pyridyl 


0 


n-butyl 


OCOOEt 


5-c hloroHHnet boxy-3-pyr i dyl 


0 


n-butyl 


OCOOEt 


5-chloro-6-ethoxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


2-chlDro-6-m ethyl- 3-pyri dyl 


0 


n-butyl 


OCOOEt 


6-chloro-2-met3iyl-3-pyridyl 


0 


n-butyl 


OCOOEt 


2-methyl-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-ethyl-4-pyridyl j 


0 


n-butyl 


OCOOEt 


2-metho3y-4 -pyridyl 


0 


n-butyl 


OCOOEt. 


2-ethoxy-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-cMoro-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-dirae thylamir o-4-py ridyl 


0 


n-butyl 


OCOOEt 


2-(l-pyrrolidinyl) -4-pyridyl 


0 


n-butyl 


OCOOEt 


2-pipeiidino-4-pyridyl 


r\ 

u 


n-Dutyi 


OCOOEt 


2-morpholino-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-methylthio-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-pyrazinyl 


0 


n-butyl 


OCOOEt 


5-methyl-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


5 -ethyl- 2-pyr aziiiyl 


0 


n-butyl 


OCOOEt 


5-methoxy-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


5-chloro-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


ethyl-2-pyr a zinyl 


0 


n-butyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


6-cHoxo-2-pyrazinyl 



54 



WO 02/085905 



PCT/JP02/03727 



X 


B 1 


R 2 


Y 


0 


n-pentyl 


OH 


2-pyridyl 


0 


n-pentyl 


OH 


3-pyridyl 


o 


n-pentyl 


OH 


4-pyridyl 


0, 


n-pentyl 


OH 


2- methyl- 3-pyridyl 


0 


n-pentyl 


OH 


4-methyl-3-pyridyI 


0 


n-pentyl 


OH 


5-methyl-3-pyridyl 


o 


n-pentyl 


OH 


6-methyl-3-pyridyl 


0 


n-pentyl 


OH 


2-ethyl-3-pyridyl 


o 


n-pentyl 


OH 


4-ethyl-3-pyridyl 


0 


n-pentyl 


OH 


5-ethyl-3-pyridyl 


0 


n-pentyl 


OH 


6-ethyl-3-pyridyl 


0 


n-pentyl 


OH 


2-methoxy-3-pyridyl 


o 


n-pentyl 


OH 


4-methoxy-3-pyridyl 


0 


n-pentyl 


OH 


6-methoxy-3-pyridyl 


0 


n-pentyl 


OH 


6-methoxy-3-pyridyl • 


0 


n-pentyl 


OH 


2-ethoxy-S-pyridyl 


0 


n-pentyl 


OH 


4-ethoxy- 3-pyridyl 


0 


n-pentyl 


OH 


5-ethoxy-3-pyridyl 


o 


n-pentyl 


OH 


6-ethoxy-3-pyridyl 


0 


n-pentyl 


OH 


2-chloro- S-pyridyl 


o 


n-pentyl 


OH 


4-chloro- 3-pyridyl 


o 


n-pentyl 


OH 


5-chloro-3-pyridyl 


o 


n-pentyl 


OH 


6-chloro-3-pyridyl 


0 


n-pentyl 


OH 


2-fluoro-3-pyridyl 


o 


n-pentyl 


OH 


4-fluoro-3-pyridyl 


0 


n-pentyl 


OH 


6-fluoro 3-pyridyl j 


0 


n-pentyl 


OH 


6-flnoro-3-pyridyl 


o 


n-pentyl 


OH 


2- di3QD. e thy la mino- 3-pyridyl 


0 


n-pentyl 


OH 


4-dim ethylamino- 3-pyridyl 


o 


n-pentyl 


OH 


5 -dim ethyl amino- 3-pyridyl 


0 


n-pentyl 


OH 


6-dimethylamino-3-pyridyl 


0 


n-pentyl 


OH 


2-(l-pyrrolidinyl)-3-pyridyl 


0 


n-pentyl 


OH 


3-(l-pyrrolidinyl)-3-pyridyl 


0 


n-pentyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


0 


n-pentyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


0 


n-pentyl 


OH 


2-pip eridino- 3 -pyridy 1 


o 


n-pentyl 


OH 


4-piperidino-3-pyridyl 


0 


n-pentyl 


OH 


5-piperidino-3-pyridyl 


0 


n-pentyl 


OH 


6-piperidino-3-pyridyl 


0 


n-pentyl 


OH 


2-morpholino-3-pyridyl 


0 


n-pentyl 


OH 


4-morpholino-3-pyridyl 


0 


n-pentyl 


OH 


5-morpholino-3-pyridyl 


0 


n-pentyl 


OH 


6-morpholino- 3-pyridyl 


0 


n-pentyl 


OH 


2-hydroxy-3-pyridyl 


0 


n-pentyl 


OH 


4-hy droxy- 3-pyridyl 


0 


n-pentyl 


OH 


5-hydroxy- 3-pyridyl 


0 


n-pentyl 


OH 


6-hydroxy-3-pyridyl 



55 



WO 02/085905 



PCT/JP02/03727 



o 




OH 

VI* 


£i -mere apxo** o-p yriciy i 


o 


xi. jjvuby x 


OH 


4-mercap to-3 -pyndyl 


o 

V/ 


11 yKlllvy ± 


OH 


5-mercapto-3-pyridyl 


n 


n-p en tyi 


yjrx 


6-m er cap to -3-pyridyl 


\j 


n-pentyl 




iS-metnyltnio-3 -pyndyl 


n 


n-pencyj. 


KJXl 


4-me tnyltruo- 3-py nay l 


n 
U 


n-pentyl 




5-metnyltnio-3-pyndyl 


u 


n-pentyl 


r\TT 

UH 


6-methylthio-3-pyndyl 


U 


n-pentyl 


UH 


2 t 6-aimethyl-3-pyndyl 


o 


n-pentyl 


OH 


S^-dunethyl-S-pyndyl 


0 


n-pentyl 


OH 


2,6-diethyl-3-pyridyl 


0 


n-pentyl 


ATT 

OH 


5,6-diethyl-3-pyridyl 


0 


n-pentyl 


OH 


2,6-dimethoxy-3-pyridyl 


0 


n-pentyl 


OH 


6,6- dime t boxy - 3 -py ridy 1 


0 


n-pentyl 


OH 


2,6-diethoxy-S-pyridyl 


0 


n-pentyl 


OH 


5,6-diethoxy-3-pyridyl 


o 


n-pentyl 


OH 


2,6-dicliloro-3-pyndyl 


0 


n-pentyl 


OH 


5,6-dichloro- 3-pyridyl 


0 


n-pentyl 


OH 


5-chloro-6-methoxy-3-p7ri dyl 


0 


n-pentyl 


OH 


5-chloro-6-ethoxy-3-pyridyl 


0 


n-pentyl 


OH 


2-chloro-6-methyl-3-pyridyl 


0 


n-pentyl 


OH 


6-chloro-2-methyl-3-pyridyl 


0 


n-pentyl 


OH 


2-methyl-4-pyridyl 


0 


n-pentyl 


OH 


2-ethyl-4-pyridyl 


0 


n-pentyl 


OH 


2-methoxy-4-pyridyI 


0 


n-pentyl 


OH 


2-ethoxy-4-pyridyl 


0 


n-pentyl 


OH 


2-chloro-4-pyridyl 


o 


n-pentyl 


OH 


2-dimethylamino-4-pyridyl 


o 


n-pentyl 


OH 


2-{l-pyrrolidinyl)-4-pyridyl 


u 


n-pentyl 


OH 


2-pip eridino-4-pyridy 1 




n-pentyl 


OH 


2-morpholino-4-pyridyl 


o 




OH 


<6-me my i xjuo -*-pynuy i 


0 


n-pentyl 


OH 


2-pyrazinyl 


0 


n-pentyl 


OH 


5-methyl-2-pyrazinyl 


0 


n-pentyl 


OH 


5-ethyl-2-pyrazinyl 


0 


n-pentyl 


OH 


5-methoxy-2-pyrazinyl 


0 


n-pentyl 


OH 


5-ethoxy-2-pyrazinyl 


0 


n-pentyl 


OH 


5-chloro-2-pyrazinyl 


0 


n-pentyl 


OH 


6-methyl-2-pyrazinyl 


0 


n-pentyl 


OH 


6-methoxy-2-pyrazinyl 


0 


n-pentyl 


OH 


6-chloro-2-pyrazinyl 



56 



WO 02/085905 



PCT/JP02/03727 



X 


K 1 


R 2 


Y 


0 


n-pentyl 


OCOOMe 


2-pyridyl 


0 


n-pentyl 


OCOOMe 


3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-pyridyl 


0 


n-pentyl 


OCOOMe 


2-methyl- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-methyl-S-pyridyl 


0 


n-pentyl 


OCOOMe 


5-methyl-3-pyridy] 


0 


n-pentyl 


OCOOMe 


6-methyl-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-etnyl-3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-ethyl-3-pyxidyl 


0 


n-pentyl 


OCOOMe 


5-etnyl-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-ethyl-3-pyridyl 


o 


n-pentyl 


OCOOMe 


2-methoxy- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-methoxy- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


5-methoxy-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-methoxy-3-pyridyl 


o 


n-pentyl 


OCOOMe 


2-ethoxy- 3-pyridyl 


0 


n-penty] 


OCOOMe 


4-ethoxy- 3 -pyridyl 


0 


n-pentyl 


OCOOMe 


5-ethoxy- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-ethoxy-S-pyridyl 


0 


n-pentyl 


OCOOMe 


2-chloro-S-pyridyl 


0 


n-pentyl 


OCOOMe 


4-chloro-3«pyridyl 


0 


n-pentyl 


OCOOMe 


5-chloro-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-chloro-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-£hioro- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-fhioro- 3 -pyridyl 


0 


n-pentyl 


OCOOMe 


5-fluoro- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-£hioro-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-dimethylamino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-dimethylainino-3-pyTidyl 


0 


n-pentyl 


OCOOMe 


5-dimethylamino- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-dunethylamino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-(l-pyrrolidinyl)-3-pyridyl 


0 


n-pentyl 


OCOOMe 


3- ( 1 -pyrrolidinyl)-3 -pyridyl 


0 


n-pentyl 


OCOOMe 


6-( 1-pyrrolidinyl)- 3 -pyridyl 


0 


n-pentyl 


OCOOMe 


6-(l-pyrrolidinyl)-3-pyxidyl 


0 


n-pentyl 


OCOOMe 


2-piperidino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-piperidino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


5-piperidino-3-pyridyl 


u 


n-pentyl 


OCOOMe 


6-p iperidino- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-morpholino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-morpholino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


5-morpholino-3-pyridyl 


0 


n-peniyl 


OCOOMe 


6-morpholino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-hydroxy-3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-hydroxy-3 -pyridyl 


0 


n-pentyl 


OCOOMe 


5-hydroxy-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6- hydroxy -3-pyridyl 



57 



WO 02/085905 



PCT/JP02/03727 



o 


ii"peiii/jri 




2-mexcapto-3-pyridyl 


o 






4-mercapto-3-pyridyl 


\j 


n-pemy* 


\J\s\J\JWlB 


5-znercap to-3-pyridyl 




n-pentyl 


Uv/wuivie 


6-mercapto-3-pyridyl 


KJ 


n-pentyl 


UOUUJYLe 


2-metnylthio-3-pyndyl. 


r\ 


n-pentyl 


OCOOMe 


4-methylthio-3-pyridyl 


r\ 
\J 


n-pentyl 


OCOOMe 


5-methylthio-3-pyndyl 


r\ 
U 


n-pentyl 


OCOOMe 


6-methylthio-3-pyridyl 


o 


n-pentyl 


OCOOMe 


2,6-dimethyl-3-pyridyl 


o 


n-pentyl 


OCOOMe 


5,6-dimetliyl-3-pyiidyl 


o 


n-pentyl 


OCOOMe 


2 a 6-diethyl-3-pyridyl 


0 


n-pentyl 


OCOOMe 


5, 6«diethyl-3-pyridyl 


0 


n-penty] 


OCOOMe 


2,6-dimethoxy-3-pyridyl ! 


o 


n-pentyl 


OCOOMe 


5, 6-dimethoxy-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2, 6-die thoxy- 3-pyridyl 


o 


n-pentyl 


OCOOMe 


5, 6-die thoxy-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2,6-dicnloro-3-pyridyl 


o 


n-pentyl 


OCOOMe 


5, 6- dichloro- 3-pyridyl 


o 


n-pentyl 


OCOOMe 


5~chloro-6-me-thoxy~3-pyridyl 


o 


n-pentyl 


OCOOMe 


6-cMoro-6-ethoxy-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-chloro-6-methyl-3-pyxidyl 


0 


n-pentyl 


OCOOMe 


6-chloro-2-metnyl-3-pyxidyl 


0 


n-pentyl 


OCOOMe 


2-m ethy I-4-pyridy 1 


0 


n-pentyl 


OCOOMe 


2-ethyl-4-pyridyl 


o 


n-pentyl 


OCOOMe 


2-methoxy-4-pyridyl 


o 


n-pentyl 


OCOOMe 


2-ethoxy-4-pyridyI 


o 


n-pentyl 


OCOOMe 


2-chloro-4-pyridyl 


o 


n-pentyl j 


OCOOMe 


2-d5methylamino-4-pyridyl 


o 


n-pen^yl 


OCOOMe 


2-(l-pyrrolidinyl)-4-pyridyl 


o 


n-pentyl 


OCOOMe 


2-piperidino-4-pyridyl 


o 


n-pentyl 


OCOOMe 


2-morpholino-4-pyridyl 


V 


n-pentyl 


OCOOMe 


2-methyithio-4-pyridyl 


o 


a-pentyi 


uuvjuivie 


2-pyTazinyl 


0 


n-pentyl 


OCOOMe 


5-methyl-2-pyrazinyl 


0 


n-pentyl 


OCOOMe 


6-ethyl-2-pyrazinyl 


o 


n-pentyl 


OCOOMe 


6-xnethoxy-2-pyrazinyl 


0 


n-pentyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


0 


n-pentyl 


OCOOMe 


5-cHoro~2-pyrazinyl 


0 


n-pentyl 


OCOOMe 


6-methyi-2-pyrazinyl 


0 


n-pentyl 


OCOOMe 


6-methoxy-2-pyrazinyl 


0 


n-pentyl 


OCOOMe 


6-chloro-2-pyrazinyl 



58 



WO 02/085905 



PCT/JP02/03727 



! V 
! A- 


Xt» 


it 


I 




n-penxyi 




2-pyxidyl 


r\ 

KJ 


n-pentyl 


UUUUJ&t 


3-pyndyl 


U 


n-pentyl 


OCOOEt 


4-pyridyl 


U 


n-pentyl 


OCOOEt 


2-methyl-3-pyridyl 


Q 


n-pentyl 


OCOOEt 


4-methyl-3-pyridyl 


O 


n-pentyl 


OCOOEt 


5-methyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


6-methyl-S-pyridyl 


0 


n-pentyl 


OCOOEt 


2-ethyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


4-ethyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


6-ethyl«3-pyridyl 


0 


n-pentyl 


OCOOEt 


6-ethyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2-methoxy-3-pyridyl 


0 


n-pentyl 


OCOOEt 


4-methoxy-3-pyridyl 


0 


n-pentyl 


OCOOEt 


6-methoxy-S-pyridyl 


0 


n-pentyl 


OCOOEt 


6-methoxy-3-pyridyl 


o 


n-pentyl 


OCOOEt 


2-ethoxy- S-pyridyl 


o 


n-pentyl 


OCOOEt 


4-e thoxy- 3-pyridy 1 


o 


n-penlyl 


OCOOEt 


5-ethoxy-0-pyridyl 


o 


n-pentyl 


OCOOEt 


6-ethoxy-8-pyridyl 


0 


n-pentyl 


OCOOEt 


2-chloro-3-pyridyl 


0 


n-pentyl 


OCOOEt 


4-chloxo-3-pyridyl 


0 


n-pentyl 


OCOOEt 


5-cnloro-3-pyridyl 


0 


n-pentyl 


OCOOEt 


6-chloro-3-pyridyl j 


0 


n-pentyl 


OCOOEt 


2-fluoro- 3 -pyridyl 


o 


n-pentyl 


OCOOEt 


4-fluoro - 3 -pyridyl 


o 


n-pentyl 


OCOOEt 


5-fluoro-S-pyridyl 


o 


n-pentyl 


OCOOEt 


6-fluoro-S-pyridyl 


o 


n-pentyl 


OCOOEt 


2-dimethylaniino-3-pyTi dyl 


0 


n-pentyl 


OCOOEt 


4-dimethylamino- 3-pyridyl 


o 


n-pentyl 


OCOOEt 


5-dimethylamino-3-pyridyl 


u 


n-pentyl 


OCOOEt 


6-dimetnylamino- 3-pyridyl 


u 


n-pentyl 


n r\ s\ tti * 

OCOOEt 


2-(l-pyrroHdinyl)-3-pyridyl 




n-pentyl 


OCOOEt 


3-(l-pyrrondinyl)-3-pyridyl 


u 


n-pentyl 


OCOOEt 


5-(l-pyrrolidinyl)-3-pyridyl 


KJ 


n-pentyl 


OCOOEt 


6-(l-pyrroHdinyl)-3-pyridyl 


r\ 
K) 


n-pentyl 


OCOOEt 


2-pip eridino-3-pyridyl 




n-pentyl 




4-piperidino-3-pyridyl 


0 


n-pentyl 


OCOOEt 

\*J V/ v 




0 


n-pentyl 


OCOOEt 


6-piperidino-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2-morpholino-3-pyridyl 


0 


n-pentyl 


OCOOEt 


4-morpholino-3-pyridyl 


O 


n-pentyl 


OCOOEt 


5-morpholino- 3 -pyridyl 


0 


n-pentyl 


OCOOEt 


6-morpholino-3-pyridyl 


o 


n-pentyl 


OCOOEt 


2-hydroxy- 3-pyridyl 


0 


n-pentyl 


ocoorct 


4-hydroxy- 3-pyridyl 


. 0 


n-pentyl 


OCOOEt 


5-hydroxy-3-pyridyl 


0 


n-pentyl 


OCOOEt 


6-hydroxy- 3-pyridyl 



59 



WO 02/085905 



PCT/JP02/03727 



1 0 


Tl-TlPTl^vl 


OCOOEt 


« -iiici ccip M>-o-pynu.yjL 


o 




OCOOEt 


ft- jnercap to-a-pynuyi 


o 


TI—TVO Yl ^trl 


onnoFt 


6-mercap to-3-pyridyl 


n 


n-penxyi 


\J\AJ\JXliZ ■ 


6-m excap to- 3-pyridyl 


\j 


n-pentyl 




/-m etnyl tnio-o -pyn ayl 


KJ 


n-pentyl 


UUUUJit 


J A.'X. -111 ♦ o . • J 1 

4-metnylthio-3-pyriayl 


u 


n-pentyl 


OCOOEt 


5 -m ethylthio- 3 -pyn dyl 


U 


n-pentyl 


OCOOEt 


6-methylthio-3-pyridyl 


r\ 
O 


n-pentyl 


OCOOEt 


2,6-dimethyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


5,6-dimethyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2,6-diethyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


6 f 6-diethyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2, 6-dimethoxy- 3-pyridyl 


0 


n-pentyl 


OCOOEt 


5,6-dimethoxy-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2,6-diethoxy-S-pyridyl 


0 


n-pentyl 


OCOOEt 


5,6-diethoxy-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2, 6-dichloro-3-pyxidyl 


0 


n-pentyl 


OCOOEt 


5,6-dichloro-S-pyridyl 


0 


n-pentyl 


OCOOEt 


5-chloro-(Hnethoxy-3-pyridyl - 


0 


n-pentyl 


OCOOEt 


5-chloro-6-ethosy-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2- chloro-6-methyl- 3-pyridyl 


0 


n-pentyl 


OCOOEt 


6-chloro-2-methyl-3 -pyridyl 


0 


n-pentyl 


OCOOEt 


2-m ethyl-4-pyri dyl 


0 


n-pentyl 


OCOOEt 


2-ethyl-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-methoxy- 4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-ethosy-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-chloro-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-dimethylamino-4-pyridyl 


o 


n-pentyl 


OCOOEt 


2-(l-pyrrolidinyl)-4-pyxidyl 


0 


n-pentyl 


OCOOEt 


2-pipexidino-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-morpholino-4-pyiidyl 


o 


ix cu uy i 


ononis* 


A-me vnyi uuo-4»p yriuyi 


0 


n-pentyl 


OCOOEt 


2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


5-methyl-2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


5-ethyl-2-pyrazinyl 


o 


n-pentyl 


OCOOEt 


5-methoxy-2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


5-chloro-2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


6- me thyl-2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


6-methoxy-2-pyrazinyl 1 


0 


n-pentyl 


OCOOEt 


e-chloro-2-pyrazinyl j 



60 



WO 02/085905 



PCT/JP02/03727 



X 






Y 


s 


propyl 


OH 


2-pyridyl 


s 


propyl 


OH 


3-pyridyl 


s 


propyl 


OH 


4-pyridyl 


s 


propyl 


OH 


2-methyl-3-pyridyI 


s 


propyl 


OH 


4-me thyl- 3-pyridyl 


s 


propyl 


OH 


5-m ethyl- 3-pyridyl 


s 


propyl 


OH 


6-methyl-3-pyridyl 


s 


propyl 


j OH 


2-ethyl-3-pyridyl 


s 


propyl 


! OH 


4-e£hyl-3-pyridyl 


s 


propyl 


OH 


5-e thy 1- 3-pyridyl 


s 


propyl 


OH 


6-ethyl-3-pyridyl 


s 


propyl 


OH 


2-methoxy- 3-pyridyl 


s 


propyl 


OH 


4- m b thoxy-3-pyridyl 


s 


propyl 


OH 


• 5-m ethoxy- 3-pyridyl 


s 


propyl 


OH 


6-mathoxy- 3 -pyridyl 


s 


propyl 


OH 


2 -ethoxy- 3-pyridyl 


s 


propyl 


OH 


4-efchoxy-3-pyridyl 


s 


propyl 


OH 


5-ethoxy-3-pyridyl 


s 


propyl 


OH 


6-ethoxy-3-pyridyl 


s 


propyl 


OH 


2-chloro- 3-pyridyl 


s~ 


propyl. 


OH 


4-chloro-3-pyridyl 


s 


propyl 


OH 


5-chloro- 3-pyridyl 


s 


propyl 


OH 


6-chlor o- 3-pyridyl 


s 


propyl 


OH 


2 -fluoro- 3-pyridyl 


s 


propyl 


OH 


4-fluoro- 3-pyridyl 


s 


propyl 


OH 


5-fluoro-3-pyridyl 


s 


propyl 


OH 


6-fruoro-3-pyridyl 


s 


propyl 


OH 


2-dimethylamijio-3-pyridyl 


s 


propyl 


OH 


4-dimethylamiB0-3-pyridyl 


s 


propyl 


OH 


6-dimethylamino-3-pyridyl 


s 


propyl 


OH 


6-diin ethylamino-3-pyrddyl 


s 


propyl 


OH 


2-(l-pyrrolidinyl)-3 -pyridyl 


s 


propyl 


OH 


3-{l-pyrrolidinyl)-3-pyridyl 


s 


propyl 


OH 


5-(l-pyrrolidiiiyl)-3-pyridyl 


s 


propyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


s 


propyl 


OH 


2-piperidino-3-pyridyl 


s 


propyl 


OH 


4-piperidiao-3-pyridyl 


s 


propyl 


ATT 

On 


5-pip endino-3 -pyndyl 


s 


propyl 


OH 


6-piperidino-S-pyridyl 


s 


propyl 


OH 


2-morpholino- 3 -pyridyl 


s 


propyl 


OH 


4-m orpholino- 3-pyri dy 1 


s 


propyl 


on 


5-morpholino- 3-pyridyl 


s 


propyl 


OH 


6-morpholino- 3 -pyridyl 


s 


propyl 


OH 


2-hydroxy- 3-pyridyl 


s 


propyl 


OH 


4-hydroxy-3-pyridyl 


s 


propyl 


OH 


5-hydrpxy-3-pyridyl 


S | propyl 


OH 


6-hydroxy-3-pyridyl 



61 



WO 02/085905 



PCT/JP02/03727 



s 


oroDvl 


OH 


2«merrfltJ fcn-ft-n vri dvl 


s 


proovl 


OH 


4-mfir cat) to- 3-ti vri d vl 


s 


dfodvI 


OH 


6-m ereflTi i*>-8-T> vri H vl 

4/ *11C* OCtJ-» iAJ^U £Jj JL ±\J.jr X 


s 


tipnnvl 


OH 


R-TnoT'ooTkTn- Jl-T^trvn 

u uici uajj lAJ- o-j)y xXvxy 1 


s 




OH 


*me uuy a. uixiu- o -pynay l 


s 




OH 


«*-iu c t*uy i unio- o -pyriuyi 


g 




OR 


u - me uny i uxiio-o-p yri uy 1 


g 


propyl 




o-iiieunyiLnio-o-pyriuyA 


a 

o 


propyl 


un 


z, o - dime tnyj- d-pyriayJ 


Q 

a 


propyl 


Ull 


5, o- dime tnyI-3 -pyriay 1 


Q 

o 


propyl 


OH 


2,6-diethyl-S-pyridyl 




propyl 


OH 


5,6-diethyl- 3-pyridyl 


5 


propyl 


A.TT 

OH 


2,6-dimethoxy-3-pyridyl 


a 
O 


propyl 


ATT 

OH 


5,6-dimethoxy-3-pyridyl 


a 
a 


propyl 


OH 


2, 6-diethoxy- 3-pyridyl 


b 


propyl 


ATT 

OH 


5, 6-diethoxy-3-pyndyl 


S 


propyl 


OH 


2,6-dichloro-3-pyrxdyl 


CJ 

S 


propyl 


OH 


5, 6-dichloro-3-pyridyl 


S 


propyl 


OH 


5-chloro-6-met hoxy-3-pyr i dy 1 


b 


propyl 


OH 


5«cMoro-6-etlioxy-3-pyridyl 


D 


propyl 


ATT 

OH 


2-chloro-6-methyl-3-pyridyl 


b 


propyl 


ATT 

OH 


6-chloro-2-metIiyl-3-pyridyl 


5 


propyl 


ATT 

OH 


2-methyl-4-pyridyl 


b 


propyl 


ATT 

OH 


2-ethyl-4-pyridyl 


rr 
0 


propyl 


OH 


2-methoxy-4-pyridyl 


b 


propyl 


ATT 

OH 


2-ethoxy-4-pyridyl 


c 
o 


propyl 


ATT 

OH 


2-chloro-4«pyridyl 


c 


propyl 


ATT 

OH 


2-aUmethylarnino-4-pyridyl 


b 


propyl 


ATT 
OH 


2-(l-pyrrolidiijyl)-4-pyridyl 


q 


propyl 


OH 


2-pip eridirio-4-pyridyl 


o 


propyl 


OH 


2-morpholino-4-pyridyl 


s 


DroDvl 


OH 


5^-Tfi o+li v?"f.H i n.^nvTi fixrl 

£t - 1UC bUJf X uLUU * Tt* JT XJl tLjf L 


S 


propyl 


OH 


2-pyrazirayl 


s 


propyl 


OH 


5-methyl-2-pyrazinyl 


s 


propyl 


OH 


6-ethyl-2-pyrazinyl 


s 


propyl 


OH 


5-methoxy-2"pyrazinyl 


s 


propyl 


OH 


5-ethoxy-2-pyrazinyl 


s 


propyl 


OH 


5-chloro-2-pyrazinyl 


s 


propyl 


. OH 


6-methyl-2-pyrazinyl 


s 


propyl 


OH 


6-methoxy-2-pyraziiiyl 


s 


propyl 


OH 


6- chlor o - 2-pyTa ziny 1 



62 



WO 02/085905 



PCT/JP02/03727 



■ X 




Ra 


Y 


s 


propyl 


OCOOMe 


2-pyridyl 


s 


. propyl 


OCOOMe 


8-pyridyl 


s 


propyl 


OCOOMe 


4-pyridyl 


s 


propyl 


OCOOMe 


2-methyl-3-pyridyl 


s 


propyl 


OCOOMe 


4-m ethyl- 3-pyridyl 


s 


propyl 


OCOOMe 


B-methyl-S-pyridyl 


s 


oroovl 


OCOOMe 


6-m etHvl-3-rivri dvl 


s 


dtodvI 


OCOOMe 


2-e thvl- 3 -D vrid vl 


s 


nronvl 


OCOOMe 


4-et Vi vl *S -ovri H vl 

v-vuxyj^t? pyxjuyx 


s 


oroovl 

piUpyX 


OCOOMe 


K- o+VjvI . t-iwi*! H vl 
t>" u wxiy i m o yy X iixy jl 


s 


DTOTwl 

pxuj^yx 


OCOOMe 


fi-R4"livl-ft-TwrTflvl 
U O Iflljr 1 «J py X *Ujf 1 


s 


pxupyj 


OCOOMe 


xi-lilo UllUAy " O'py a lMy 1 


s 


pxupyi 


OdOOMe 


TrlXLC WlUiy " 0*p j'XXU.jrJ. 


s 


propyl 




v*Bie tn vxy-o-pyxi ciyx 


s 


pxupy A • 


OCOOMe 


o- lilts fcjciojc.y'O-pyxxa.vx 


s 


Jr J - v Jr J-* 


OCOOMe 


5?— p trt rorv- ft — ti vti il vl 
crcwuujVijr'u pyxxtxyx 


s 


oroovl 


OCOOMe 


il-p+Timrv.. 1-nvridvl 
■±*t bxivuLy o py x xixy x 


s 


oroovl 


OCOOMe 


R-f»tViorv"w.5l-Trir» r i/}i7l 
wxmky- o~yy xivxy x 


s 


oroovl 

L/xvpjA 


OCOOMe 


R-P t Vioy v- 51— nwrr^ t/1 
\J c uxiwjLy- AiiJiy x 


s 


oroovl 


OCOOMe 


** " i» » i tux u ~ «j jjy x i-uy i 


s 


oroovl 


OCOOMe 


^* uiuuro - o -p y xxtxy x 


s 


oroovl 


OCOOMe 


K n 1 f»T ft - ?J -71 VT1 /I vl 

lui u ».■ ^jy i Juy l 


s 


oroovl 


OCOOMe 


R»f*nlrtTft»?l-tivT*l^ vl 
U'uiiuil pyxxixjr J 


s 


oroovl 


OCOOMe 


imT*fl- StTI VTI f? vl 

*r -i-i uui u LP py x i uy a 


s 


proovl 


OCOOMe 


4-"fIn nrn* 3 -nvri H vl 


1 s 


oroovl 


OCOOMe 


nnrft.fl»T»TJTi <? vl 
v"xx uux u* *J"py xxuy x 


s 


propyl 


OCOOMe 


fi-flu PTft- 3-TTVT? i? vl 
v xauuav'cj pyxxuyx 


s 


propyl 


OCOOMe 


2-diine'tlivla3iiiio- 3-t>vH d vl 


s 


propyl 


OCOOMe 


4- diinG'fclivlajniiiO'- 3- n vrid vl 

— ——AAV* \r*XJ Mm ill W# w Vy llljr X 


s 


propyl 


OCOOMe 


5-diffletlivlaiJiixio-3^ovridvl 


s 


propyl 


OCOOMe 


6-dimethylaiaxiio -3-pyridyl 


s 


propyl 


OCOOMe 


2-(l "pyrrolidinyl)- 3 -py ridyl 


s 


propyl 


OCOOMe 


3-(l-pyi*rolidinyl)- 3-pyridyl 


s 


propyl 


OCOOMe 


6 - (1 -pyrrolidinyl)- 3-pyridyl 


s 


propyl 


OCOOMe 


6- (1 -pyrrolidinyl)- 3-pyridyl 


s 


propyl 


OCOOMe 


2-piperidino- 3-pyridyl 


s 


propyl 


OCOOMe 


4 -pip eriaUno- 3-pyridyl 


s 


propyl 


OCOOMe 


5-piperidino-3-pyridyl 


s 


propyl 


OCOOMe 


6-piperidino-3-pyridyl 


s 


propyl 


OCOOMe 


2-morpholino-3-pyridyl 


s 


propyl 


OCOOMe 


4-moiphclino-3-pyridyl 


s 


propyl 


OCOOMe 


5-morpliolino-3-pyridyl 


s 


propyl 


OCOOMe 


6-morpxioliao-3-pyridyl 


s 


propyl 


OCOOMe 


2-hydroxy-3-pyridyl 


s 


propyl 


OCOOMe 


4-hydroxy-3-pyridyl \ 


s 


propyl 


OCOOMe 


5-hydroxy-3-pyridyl 


s 


propyl 


OCOOMe 


6-hydroxy-3-pyridyl 



63 



WO 02/085905 



PCT/JP02/03727 



Q 


propyl 


\J\j\J\JlvlQ 


2-mercapto- 8-pyridyl 


O 
D 


propyl 


UOUUJVie 


4-mexcapto-3-pyridyl 


e 

O 


propyl 


UCUUMe 


5-mercap to- 3-pyridyl 


o 

b 


propyl 


UUUUMe 


6-mercapto-3-pyridyl 


pi 

s 


propyl 


OCOOMe 


2-methylthio-3-pyridyl 


s 


propyl 


OCOOMe 


4-methyiano-3-pyndyl 


CJ 

o 


propyl 


OCOOMe 


5-metliylthio-3-pyridyl 


S 


propyl 


OCOOMe 


6-methylthio-3-pyridyl 


s 


propyl 


OCOOMe 


2,6-dimethyl-3-pyridyl 


s 


propyl 


OCOOMe 


5,6-6Umethyl-3-pyridyl 


s 


propyl 


t OCOOMe 


2,6-dietlxyl-3-pyridyl 


s 


propyl 


OCOOMe 


5,6-diethyl-3-pyridyl 


s 


propyl 


OCOOMe 


2, 6-dimethoxy«3-pyridyl 


s 


propyl 


OCOOMe 


5,6-dimethoxy-S-pyridyl 


s 


propyl 


OCOOMe 


2, 6-diethoxy-3-pyridyl 


s 


propyl 


OCOOMe 


5, 6-diethoxy-3-pyridyl 


s 


propyl 


OCOOMe 


2,6-dichloro-3-pyridyl 


s 


propyl 


OCOOMe 


5, 6 -dicbloro-3-pyridyl 


s 


propyl 


OCOOMe 


5-chloro-6-methoxy-3-pyridyl 


s 


propyl 


OCOOMe 


5-chloro-6-ethoxy-3-pyridyl 


s 


propyl 


OCOOMe 


2-chloro-6-inethyl-3-pyridyl 


s 


propyl 


OCOOMe 


6-chloro-2-methyl-3-pyridyl 


s 


propyl 


OCOOMe 


2-methyl-4-pyridyl 


s 


propyl 


OCOOMe 


2-ethyl-4-pyridyl 


s 


propyl 


OCOOMe 


2-methoxy-4-pyridyl 


s 


propyl 


OCOOMe 


2-ethoxy-4-pyxidyl 


s 


propyl 


OCOOMe 


2-chloro-4-pyxidyl 


s 


propyl 


OCOOMe 


2-dimethylaird2io-4-pyridyl 


s 


propyl 


OCOOMe 


2-(l-pyrrolidiriyl)-4-pyridyl 


s 


propyl 


OCOOMe 


2-pip eridino-4-pyridyl 


s 


propyl 


OCOOMe 


2-morpliolino-4-pyridyl 


s 


propyl 


OCOOMe 


2-methylthio-4-pyridyl 




propyl 


UCULFMe 


2-pyrazinyl 


s 


propyl 


OCOOMe 


5-methyl-2-pyrazinyl 


s 


propyl 


OCOOMe 


6-etKyl-2-pyrazinyl 


s 


propyl 


QCOOMe 


5-iiiethoxy-2-pyrazinyl 


s 


propyl 


OCOOMe 


5 - e thoxy -2-pyrazinyl 


s 


propyl 


OCOOMe 


5-chloro-2-pyrazinyl 


s 


propyl 


OCOOMe 


6-2nethyl-2-pyrazinyl 


s 


propyl 


OCOOMe 


6-methoxy-2-pyra2inyl 


s 


propyl 


OCOOMe 


6-chloro-2-pyrazinyl 



64 



WO 02/085905 



PCT/JP02/03727 



X 


R, 




[ Y 


s 


propyl 


OCOOEt 


2-pyridyl 


s 


propyl 


OCOOEt 


3-pyridyl 


s 


propyl 


OCOOEt 


4-pyridyl 


s 


propyl 


OCOOEt 


2-methyl- 3-pyri dyl 


s 


propyl 


OCOOEt 


4-methyl-3-pyridyl 


s 


propyl 


OCOOEt 


6 -methyl- 3-pyridyl 


s 


propyl 


OCOOEt 


6-methyl-8-pyridyl 


s 


propyl 


OCOOEt 


2-etlivl- 3-T3 vridyl 


s 


px-ypjr*. 


OCOOEt 


4.-P+ V»v1 m fi«nuri A xrl 
** c i*j_ijrx-u pjr xaixj^x 


s 


propyl 

px uyy x 


OCOOEt 


R «• AT" TittI - fl -TIVPl A trl 
u -e uiijr x- 0 p jr x xixjr x 


s 


px up A 


OCOOEt 


U C |/XXyX~«-pjrxX{XJf X 


s 


pxupyx 


OCOOEt 


» mo uxv/ajt-o -pyxxuyx 


s 


pxup/x 


OCOOEt 

v/ vy vy w ju i> 


**- in o uixu a jr w p j * M*jrx 


s 


nrrvnvl 
pxupyi 


OCOOEt 


LP" XXI C bXXUAJr *i>-p XXLiy 1 


s 


pxrupyx 


OCOOEt 


tj-xue uxuxy -o-p y xxuy j 


s 




OCOOEt 


2 -P t wv Jl »t» xrun A xrl 


s 


■nroDvl 

pj-vpjx 


OCOOEt 

vy xy wU u 


^*oi>iiUAjf *"v"pjr xxixjri 


s 




OCOOEt 


u c uxxu a j tj py ±i\xyi 


s 




OCOOEt 


fi - p n w» S -t» vt*i v 1 
u owxuji.j*»v-pj'Xxixj'X 


s 




OCOOEt 


*» vJLl-lUXV^ V pjr XTXUjr 1 


s 


ptodvI 


OCOOEt 


it P n 1 flTW- S -TtT7T*l il 


s 


p* VpjJ. 


OCOOEt 


fi-pTi 1 m*n a S .Tivri il-wl 
V wU UX U" O -p J( X71 U jr 1 


s 


propyl 


OCOOEt 




s 


Drouvl 


OCOOEt 


*l XX UUX U U p Jr X XU.J' X 


s 


propyl 


OCOOEt 


4-flliOTO- S -nvrid vl 


s 


propyl 


OCOOEt 


5-£Iiioi?d» 3 -"D vrid vl 


s 


propyl 


OCOOEt 


ft-fin OTO- fl-TJ VT1 vl 

VP JUUUJ V U pjrJLAUJrX 


s 


propyl 


OCOOEt 


2-di?nQt}iylflTmTip-3-pyTidyl 


S j 


propyl 


OCOOEt 


4- diipetxiylaiTxiixo-3-pyridyl 


s 


propyl 


OCOOEt 


5- dim ethylamino - 3 -pyridyl 


s 


propyl 


OCOOEt 


6- dim ethylaxxiiixO- 8-py ridyl 


• s 


propyl 


OCOOEt 


2-(l-pynroHdiiiyl)-3-DyTidvl 


s 


propyl 


OCOOEt 


3-(l-pyrrolidinyl)-3-pyridyl 


s 


propyl 


OCOOEt 


5-(l -pyrrolidinyl)- 3 -pyridyl 


s 


propyl 


OCOOEt 


6-(l-pyrroHdiiiyl)-3-pyridyl 


s 


propyl 


OCOOEt 


2-piperidino-3-pyridyl 


s 


propyl 


OCOOEt 


4-piperidirxo-3-pyridyl 


s 


propyl 


OCOOEt 


5-pipeiidino-3-pyridyl 


s 


propyl 


OCOOEt 


6-piperidiiio-3-pyridyl 


s 


propyl 


OCOOEt 


2-morpliolixio-3-pyridyl 


s 


propyl 


OCOOEt 


4-morplioliBO- 3 -pyridyl 


s 


propyl 


OCOOEt 


5-morpholino- 3-pyridyl 


s 


propyl 


OCOOEt 


6-morpholino- 3-pyridyl 


s 


propyl 


OCOOEt 


2-hydroxy-S-pyridyl 


s 


propyl 


OCOOEt 


4-hydroxy-3-pyridyl 


s 


propyl 


OCOOEt 


6-hydroxy-3-pyridyl 


S 1 propyl 


OCOOEt 


6-hydroxy- 3-pyridyl 



65 



WO 02/085905 



PCT/JP02/03727 



Q 


propyl 




2-m.ercapto-3-pyridyl 


Q 


propyl 




4-mercapto-3-pyridyl 


l b 


propyl 




5-mercapto-3-pyridyl 


I C! 
O 


propyl 


UUUUJiit 


6-mer cap to-3-pyridyl 


b 


propyl 




2-methyltnio-3 -pyridyl 


CI 

s 


propyl 


OCOOEt 


J ll 111 I A « 1 1 

4-methylthio-3 -pyndyl 


s 


propyl 


OCOOEt 


5-methylthio-3-pyndyl 


s 


propyl 


TT1 k 

OCOOEt 


6-metlryltliio-3-pyridyl 


s 


propyl 


OCOOEt 


2,6-dimethyl-3-pyridyl 


s 


propyl 


OCOOEt 


6, 6-dime thyl-3-pyridyl 


s 


propyl 


OCOOEt 


2,6-diethyl-3-pyridyl 


s 


propyl 


OCOOEt 


5,6-diethyl-3^pyridyl 


s 


propyl 


OCOOEt 


2,6-dimethoxy-3-pyridyl 


s 


propyl 


! OCOOEt 


5,6-dimethoxy-3~pyridyl 


s 


propyl 


OCOOEt 


2,6-dietlioxy-3-pyiidyl 


s 


propyl 


OCOOEt 


5,6-dietlioxy-3-pyridyl 


s 


propyl 


OCOOEt 


2,6-dichloro-3-pyridyl 


s 


propyl 


OCOOEt 


5,6-dichloro-3-pyridyl 


s 


propyl 


OCOOEt 


5-chloro-6^methoxy-3-pyri dyl 


s 


propyl 


OCOOEt 


5-chloro-6-ethoxy-3-pyridyl 


s 


propyl 


OCOOEt 


2-chloro-6-m ethyl- 3 -pyr idyl 


s 


propyl 


OCOOEt 


G-chloro-2-methyl- 3-pyridyl 


s 


propyl 


OCOOEt 


2-methyl-4-pyridyl 


s 


propyl 


OCOOEt 


2-ethyl-4-pyridyl 


s 


propyl 


OCOOEt 


2-methoxy-4-pyridyl 


s 


propyl 


OCOOEt 


2-ethoxy-4-pyridyl 


s 


propyl 


OCOOEt 


2-chloro-4-pyridyl 


s 


propyl 


OCOOEt 


2-dimethy 1 amino-4-pyridyl 


s 


propyl 


OCOOEt 


2-(l-pyrroKdinyl)-4-pyridyl 


s 


propyl 


OCOOEt 


2-pip eridino-4-pyridyl 


s 


propyl 


OCOOEt 


2-morpholiiio-4-pyridyl 


s 


propyl 


OCOOEt 


2-methylthio-4-pyridyl 


Q 


propyl 




2-pyrazinyl 


s 


propyl 


OCOOEt 


5-inethyl-2-pyrazinyl 


s 


propyl 


OCOOEt 


5-ethyl-2-pyrazinyl 


s 


propyl 


OCOOEt 


6-methoxy-2-pyra2inyl 


s 


propyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


s 


propyl 


OCOOEt 


b^chloro-2-pyrazinyl 


s 


propyl 


OCOOEt 


6-methyl-2-pyrazinyl 


s 


propyl 


OCOOEt ! 


6-methoxy-2-pyraziiiyl 


s 


propyl 


OCOOEt 


6-cMoro-2-pyrazinyl 



66 



WO 02/085905 



PCT/JP02/03727 



X 


r» 1 




Y 


s 


n-butyl 


OH 


2-pyridyl 


s 


n-butyl 


OH 


S-pyridyl 


s 


n-butyl 


OH 


4-pyridyl 


s 


n-butyl 


OH 


2-m e thyl- 3-pyridyl 


s 


n-butyl 


OH 


4-methyl-S-pyridyl 


s 


m-butyl 


OH 


5-me thyl- 3-pyridyl 


s 


n-butyl 


OH 


6-me thyl- 3-pyridyl 


s 


n-butyl 


OH 


2-ethyl-3-pyridyl 


s 


n-butyl 


OH 


4-ethyl-3-pyridyl 


s 


n-butyl 


OH 


5-ethyl-3-pyridyl 


s 


n-butyl 


OH 


6-ethyl-3-pyridyl 


s 


n-butyl 


OH 


2-methoxy-3-pyridyl 


s 


n-butyl 


OH 


4-me thoxy- 3-pyridyl 


s 


n-butyl 


OH • 


5-methoxy- 3-pyridyl 


s 


n-butyl 


OH 


6-methoxy- 3-pyridyl 


s 


n-butyl 


OH 


2- ethoxy- 3-pyridyl 


s 


n-butyl 


OH 


4-ethoxy-3-pyridyl 


s 


n-butyl 


OH 


6-etlioxy- 3-pyridyl j 


s 


! n-butyl 


OH 


6-e thoxy- 3-pyridyl 


s 


n-butyl 


OH 


2-chloro-3-pyridyl 


s 


n-butyl 


OH 


4-chloro-3-pyridyl 


s 


n-butyl 


OH 


5-chloro- 3-pyridyl 


s 


n-butyl 


OH 


6-chloro-S-pyridyl 


s 


n-butyl 


OH 


2-fluoro-3-pyridyl 


s 


n-butyl 


OH 


4-fIuoro- 3-pyridyl 


6 


n-butyl 


OH 


5-£luoxo-3-pyxidyl 


s 


n-butyl 


OH 


6-fluoro-3-pyridyl 


s 


n-butyl 


OH 


2-dimethylamino-3-pyridyl 


s 


n-butyl 


OH 


4-dimethylamino-3-pyridyl 


s 


n-butyl 


OH 


5-dimethylamino-3-pyridyl 


s 


n-butyl 


OH 


6-dimethylaiaino-3-pyridyl 


s 


n-butyl 


OH 


2-(l-pyrrolidinyl)-3-pyridyl 


s 


n-butyl ! 


OH 


3- (1-pyrrolidinyl)- 3-pyridyl 


s 


n-butyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


s 


n-butyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


s 


n-butyl ! 


OH 


2-piperidino-3-pyridyl 


s 


n-butyl 


OH 


4-pip eri din o- 3-pyridyl 


s 


n-butyl 


OH 


5-pip eridino- 3-pyridyl 


g 




UJtt 


6-pip eridino- 3 -pyridyl 


s 


n-butyl 


OH 


2-morpholino-3-pyridyl 


s 


n-butyl 


OH 


4-morpholino-8-pyridyl 


s 


n-butyl 


OH 


5-morpholino-3-pyridyl 


s 


n-butyl 


OH 


6-morpholino-3 -pyridyl 


s 


n-butyl 


OH 


2-hydroxy-3-pyridyl 


s 


n-butyl 


OH 


4-hydroxy-3-pyridyl 


s 


n-butyl 


OH 


5-hydroxy- 3-pyridyl 


s 1 


n-butyl 


OH 


6-hydroxy- 3-pyridyl 



67 



WO 02/085905 



PCT/JP02/03727 



s 


n-butyl 


OH 


2-mercapto-3-pyridyl 


s 


n-butyl 


OH 


4-mer cap to - 3 -pyridyl 


s 


n-butyl 


OH 


5-mercapto-3-pyridyl 


s 


n-butyl 


OH 


6-mercapto-3-pyridyI 


s 


n-butyl 


OH 


2-methylthio- 3 -pyridyl 


s 


n-butyl 


OH 


4-methylthio-3-pyridyl 


s 


n-butyl 


OH 


5-methylthio-3-pyridyl 


s 


n-butyl 


OH 


6-methylthio-3-pyridyl 


s 


n-butyl 


OH 


2,6- dimethyl- 3-pyridyl 


s 


n-butyl 


OH 


5,6-dimethyl-3-pyridyl 


s 


n-butyl 


OH 


2,6-diethyl-3-pyridyl 


s 


n-butyl 


OH 


5,6-diethyl-S-pyridyl 


s 


n-butyl 


OH 


2, 6-dimethoxy- 3 -pyridyl 


s 


n-butyl 


OH 


5, 6-dimethoxy-3 -pyridyl 


s 


n-butyl 


OH 


2, 6-diethoxy- 3-pyridyl 


s 


n-butyl 


OH 


5 , 6-diethoxy- 3-pyridyl 


s 


n-butyl 


OH 


2, 6-dichloro-3-pyridyl 


s 


n-butyl 


OH 


5,6-dichloro-3-pyridyl 


s 


n-butyl 


OH 


5-chloro-6-methoxy-3-pyridyl 


s 


n-butyl 


OH 


5-cnloro-6-ethoxy-3-pyridyl 


s 


n-butyl 


OH 


2-chloro- 6-methyl- 3-pyridyl 


s 


n-butyl 


OH 


6- chloro-2 -methyl -3-pyridyl 


s 


n-butyl 


OH 


2-methyl- 4-pyridyl 


s 


n-butyl 


OH 


2-etbyl-4-pyridyl 


s 


n-butyl 


OH 


2-methoxy- 4 -pyridyl 


s 


n-butyl 


OH 


2- ethoxy- 4-pyridyl 


s 


n-butyl 


OH 


2-ehloro-4-pyridyl 


s 


n-butyl 


OH 


2-dimethylamino-4-pyridyl 


s 


n-butyl 


OH 


2-(l-pyrrolidinyl)-4-pyridyl 


s 


n-butyl 


OH 


2-piperidino-4-pyridyl 


s 


n-butyl 


OH 


2-morpholino-4-pyridyl 


s 


n-butyl 


OH 


2-methylthio-4-pyridyl 


s 


n-butyl 


OH 


2-pyrazinyl 


s 


n-butyl 


OH 


5-metbyl-2-pyrazinyl 


s 


n-butyl 


OH 


5-ethyl-2-pyrazinyl | 


s 


n-butyl 


OH 


5-methoxy-2-pyrazinyl 


s 


n-butyl 


OH 


5-ethoxy-2-pyrazinyl 


s 


n-butyl 


OH 


5-chloro-2-pyrazinyl 


s 


n-butyl 


OH 


6~methyl-2-pyrazinyl 


s 


n-butyl 


OH 


6-methoxy-2-pyrazinyl 


s 


n-butyl 


OH 


6-cnloro-2-pyrazinyl 



68 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 1 


Y 


s 


n-butyl 


OCOOMe 


2-pyxidyl 


s 


n-butyl 


OCOOMe 


S-pyridyl 


s 


n-butyl 


OCOOMe 


4-pyxidyl 


s 


n-butyl 


OCOOMe 


2-methyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-methyl-S-pyridyl 


s 


n-butyl 


OCOOMe 


5-methyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-methyl-3-pyridyl 


s 


n-butyi 


OCOOMe 


2-ethyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-etbyl- 3-pyridyl 


s 


n-butyl 


OCOOMe 


5-ethyl- 3-pyridyl 


s 


n-butyl 


I OCOOMe 


6-etbyl-3-pyridyl 


6 


n-butyl 


OCOOMe 


2-methoxy- 8-p yridyl 


s 


n-butyl 


OCOOMe 


4-methoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


6 -me thoxy- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-meth.oxy- 3-pyridyl 


s 


n-butyl 


OCOOMe 


2-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-ethoxy-3-pyridyl I 


s 


n-butyl 


OCOOMe 


6-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-chlor o- 3-pyridyl 


s 


n-butyl 


OCOOMe 


4-chlor o- 3-pyridyl 


s 


n-butyl 


OCOOMe 


5-chloro- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-chloro-3 -pyridyl 


s 


n-butyl 


OCOOMe 


2»fluoTo-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-fLuoro-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-fluoro-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-fluoro-3-pyridyl 


s 


21-butyl 


OCOOMe 


2-dimethylamino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


4-dimethylamino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


5-dimethylamino-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-dime thy lain ino-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-(l-pyrrolidinyi)-3-pyridyl 


s 


n-butyl 


OCOOMe 


3-(l-pyrrolidinyl)-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-(l-pyrrolidinyl)-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-(l-pyrroHdinyl)-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-pip eridino- 3 -pyridyl 


s 


n-butyl 


OCOOMe 


4-pip eridino-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-piperidino-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-piperidino-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-morpnolino- 3 -pyridyl 


s 


n-butyl 


OCOOMe 


4-xnorpholino- 3 -pyridyl 


s 


n-butyl 


OCOOMe 


5-morpholino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-morpholino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


2-hydroxy-8-pyridyl 


s 


n-butyl 


OCOOMe 


4-bydroxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-hydroxy- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-hydroxy-3-pyridyl 



69 



WO 02/085905 



PCT/JP02/03727 



s 


n-butyl 


OCOOMe 


2-TnpirpflTito-3-Tivridvl 


s 


■n-butvl 


OCOOMe 




s 


n-bufcvl 


OCOOMe 




g 


i_i u kx ujr J. 




d- me r Cap uo-o -p yriuyi 


a 


U-DULjr Jl 


v/uiruivxe 


A-iueTjiyiiino-o-pyriQyi 


q 


V> -Till +"*it1 




4- me tnyitmo- o -py nayx 


q 


n D u uyi. 




o-metnyitnio-o-pyriayi 


Q 


n-DUTyi 




b-me tnyitnio- o -pyriayi 


Q 


n-butyl 




^, b-aimetnyl-3-pyriayl 


c 
O 


n-outyl 


UOUUMe 


5, 6-aimetnyl-3-pyriayl 


o 

D 


n-butyl 


Ul/UUMe 


2, 6 -diethyl- 3 -pyndyl 


Q 
0 


n-butyl 




5, 6-aaetnyl-3-pyriayl 


0 


n-butyl 


OCOOMe 


2, 6-dime thoxy- 3 -pyndyl 


s 


n-butyl 


OCOOMe 


5, 6-dime thoxy- 3 -pyxidyl 


s 


n-butyl 


OCOOMe 


2,6-diethoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


5,6-diethoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


2 f 6-dichloro-3-pyridyl 


s 


| n-butyl 


OCOOMe 


5, 6-dichloro-3-pyridyl 




n-butyl 


OCOOMe 


5~chloro-6-methoiy-3-pyxi dyl 


s 


n-butyl 


OCOOMe 


5-chloro-6-ethoxy-3-pyridyl 


s 


i j i 

n-butyl 


OCOOMe 


2- chloro- 6-methyl-3-pyTidyl 


S 


n-butyl 


OCOOMe 


6-cnloro-2-metnyl-3-pyridyl 


b 


n-butyl 


OCOOMe 


2-methyl-4-pyi*idyl 


S 


n-butyl 


OCOOMe 


2-ethyl-4-pyridyl 


o 


n-butyl 


OCOOMe 


2-methoxy-4-pyridyl 


ri 
b 


n-butyl 


OCOOMe 


2-ethoxy-4-pyridyl 


a 
o 


n-butyl 


OCOOMe 


2-chloro-4-pyridyl 


o 


n-butyl 


UOUOMe 


2-di m ethylamino- 4-pyridyl 


Q 
Q 


n-outyi 


ULUUMe 


2- (1 -pyrrohdiny l)-4-pyridy 1 


a 
0 


n-butyl 


uuuuMe 


2-pip eiidino-4-pyridyl 


q 
0 


n-butyl 




2-m.orpholino-4-pyridyl 


q 
0 


n-Duxyi 


IJOLMJJVLe 


z-me tuiy 1 tmo -4-pynayl 


s 


n-butyl 


OCOOMe 


2-nvrazinvl 


s 


n-butyl 


OCOOMe 


6-methyl-2-pyrazinyl 


s 


n-butyl 


OCOOMe 


5-ethyl-2-pyrazinyl 


s 


n-butyl 


OCOOMe 


5-methoxy-2-pyrazinyl 


s 


n-butyl 


OCOOMe 


5-ethoxy-2-p3n:azinyl 


s 


n-butyl 


OCOOMe 


5-chloro-2-pyrazinyl 


s . 


n-butyl 


OCOOMe 


6-methyl-2-pyrazinyl 


s 


n-butyl 


OCOOMe 


6-methoxy-2-pyrazinyl 


s 


n-butyl 


OCOOMe 


6-chloro-2-pyrazinyl 



70 



WO 02/085905 



PCT/JP02/03727 



XT 

A 


nl 

R 


Br 


Y 


S 


n-butyl 


OCOOEt 


2-pyridyl 


S 


n-butyl 


OCOOEt 


3-pyridyl 


i s 


n-butyl 


OCOOEt 


4-pyridyl 


s 


n-butyl 


OCOOEt 


2-methy 1- 3-pyridyl 


s 


n-butyl 


OCOOEt 


4-metnyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


5-metbyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-metnyl-3-pyridyl 


s 


n-butyl * 


OCOOEt 


2-ethyl-S-pyridyl 


s 


n-butyl 


OCOOEt 


4-ethyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-ethyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-ethyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-metkoxy-3^pyridyl 


s 


n-butyl 


OCOOEt 


4-methoxy-3-pyxidyl 


s 


n-butyl • 


OCOOEt 


5-methoxy-3«pyridyl 


s 


n-butyl 


OCOOEt 


6-methoxy- 3-pyridyl 


s 


n-butyl 


OCOOEt 


2-etboxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-ethoxy-S-pyridyl 


s 


n-butyl 


OCOOEt 


5-etboxy-3-pyridyl 


s 


n-butyl 


. OCOOEt 


6- ethoxy- 3-pyridyl 


s 


n-butyl 


OCOOEt 


2-chloro-3-pyri dyl 


s 


n-butyl 


OCOOEt 


4-chIoro-3-pyridyl 


s 


n-butyl 


OCOOEt 


5-cblor i>-3-pyri dyl 


! S 


n-butyl 


OCOOEt 


d-chloro-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-fluoro-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-fluoro- 3-pyridyl 


s 


n-butyl 


OCOOEt 


5-£Luaro-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-£lumro-3-pyri dyl 


s 


n-butyl 


OCOOEt 


2-diinethylaniino-3-pyr2dyl 


s 


n-butyl ! 


OCOOEt 


4-dimethylamLao- 3-pyridyl 


s 


n-butyl 


OCOOEt 


5-dimethyIamino- 3-pyridyl 


. s 


n-butyl 


OCOOEt 


6-dimethylaniino- 3-pyridyl 


s 


n-butyl 


OCOOEt 


2-(l-pyrrolidinyl)- 3-pyridyl 


s 


n-butyl 


OCOOEt 


3-(l -pyrrolidiny 1)- 3 -pyridyl 


s 


n-butyl 


OCOOEt 


5-(l-pyrrolidinyl)- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6-(l-pyrro]idinyl)-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-piperidino-3-pyridy 1 


s 


n-butyl 


OCOOEt 


4-pip eridino-S-pyridyl 


c 

0 


n-Dutyi 




6-piperidino- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6-piperidino-3-pyridyl | 


s 


n-butyl 


OCOOEt 


2-morpholino-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-morpholino-S-pyridyl 


s 


n-butyl 


OCOOEt 


5-morpholino- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6-morpholino-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-hydroxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-hydroxy-3-pyri dyl 


s 


n-butyl 


OCOOEt 


5 -hydroxy- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6-btydroxy-3-pyridyl 



71 



WO 02/085905 



PCT/JP02/03727 



s 


n-butyl 


OCOOEt 


2-mercapto-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-mercapto-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-mercap to-3 -pyridyl 


s 


n-butyl 


OCOOEt 


6-mercapto-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-methylthio- 3-pyridyl 


s 


n-butyl 


OCOOEt 


4-methyltbio-3-pyxidyl 


s 


n-butyl 


OCOOEt 


6-methylthio-3-pyxidyl 


s 


n-butyl 


OCOOEt 


6-methylthio-3-pyridyl 


s 


n-butyl 


OCOOEt 


2,6-dimethyl- 3-pyridyl 


s 


n-butyl 


OCOOEt 


S^-damethyl-S-pyridyl 


s 


n-butyl ' 


OCOOEt 


2,6-diethyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


6,6-dietbyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


2, 6-dimethoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


5, 6- dimethoxy- 3-pyridyl 


s 


n-butyl 


OCOOEt 


2,6-diethoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


5,6-diethoxy- 3-pyridyl 


s 


n-butyl 


OCOOEt 


2, 6- dichloro- 3 -pyridyl 


s 


n-butyl 


OCOOEt 


5, 6- dichloro-3-pyridyl 


s 


n-butyl 


OCOOEt 


5-chloro-6-me t hoxy-3-pyr i dyl 


s 


n-butyl 


OCOOEt 


5-chloro-6-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-chloro-6-methyl- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6-cMoro-2-methyI-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-methyl-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-etbyl-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-methoxy-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-ethoxy-4-pyridyl 


s 


n-buty] 


OCOOEt 


2-chloro-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-dimethylamino-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-(l-pyrrolidinyl)-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-pip eridino-4 -pyridyl 


s 


n-butyl 


OCOOEt 


2-morpholino-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-me thy ltbio-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-pyrazinyl 


s 


n-butyl 


OCOOEt 


5-methyl-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


5-etbyl-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


6 -me thoxy-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


5-chloro-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


6-methyl-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


6-cbloro-2-pyrazinyl 



72 



WO 02/085905 



PCT/JP02/03727 



A 


"Dl 

it 


K 


Y 


n 
S 


n-pentyl 


OH 


2-pyridyl 


S 


n-pentyl 


OH 


3-pyridyl 


s 


n-pentyl 


OH 


4-pyridyl 


s 


n-pentyl 


OH 


2-methyl- 3 -pyridyl 


s 


n-pentyl 


OH 


4-methyl-3-pyridyl 


s 


n-pentyl 


OH 


5-methy]-3-pyridyl 


s 


n-pentyl 


OH 


6-methyl-3-pyridyl 


s 


n-pentyl 


OH 


2-ethyl-3-pyridyl 


s 


n-pentyl 


OH 


4-etnyl-3-pyridyl 


s 


n-pentyl 


OH 


6-ethyl-3~pyridyl 


s 


n-pentyl 


OH 


6-ethyl-3-pyridyl 


s 


n-pentyl 


OH 


2-methoxy-S-pyridyl 


s 


n-pentyl 


OH 


4-inethoxy-3-pyridyl 


s 


n-pentyl 


[ OH 


B-methoxy-3-pyxidyl 


s 


n-pentyl 


OH 


6-methoxy-3-pyridyl 


s 


n-pentyl 


OH 


2-ethoxy-3-pyridyl 


s 


n-pentyl 


i OH 


4-ethoxy-3-pyiidyl 


s 


n-pentyl 


OH 


5-ethoxy- 3-pyridyl 


s 


n-pentyl 


OH 


6-ethoxy-3-pyridyl 


s 


n-pentyl 


OH 


2-chloro- 3-pyridyl 


s 


n-pentyl 


OH 


4-chloro- 3-pyridyl 


s 


n-pentyl 


OH 


5-chloro* 3-pyridyl 


s 


n-pentyl 


OH 


6-cnlcxro-3-pyridyl 


s 


n-pentyl 


OH 


2-fluoro-3-pyxidyl 


s 


n-pentyl 


OH 


4-fluoro-3-pyridyl 


s 


n-pentyl 


OH 


6-fluoro - 3 -pyridyl 


s 


n-pentyl 


OH 


6-fluoro- 3-pyridyl 


s 


n-pentyl 


OH 


2-dimethylamino-3-pyridyl 


s 


n-pentyl 


OH 


4-dime thy lamino-3-pyridyi 


s 


n-pentyl 


OH 


6-dimethylamino-3-pyridyl 


s 


n-pentyl 


OH 


6-dimethylamino-3-pyridyl 


s 


n-pentyl 


OH 


2-(l-pyrrolidinyl)-3-pyridyl 


s 


n-pentyl 


OH 


3-(l-pyrrolidinyl)-3-pyridyl 


s 


n-pentyl 


OH 


5-(l-pyrroli dinyl)-3-pyridyl 


s 


n-pentyl 


OH 


6-(l-pyxrolidinyl)-3-pyridyl 


ft 

s 


n-pentyl 


OH 


2-pipcridino-3-pyridyl 


s 


n-pentyl 


OH 


4-pip eridina-3-pyridyl 


s 




OH 

UXl 


5-pip eridino - 3-pyridyl 


s 


n-pentyl 


OH 


6-pip eridino-3-pyridyl 


s 


n-pentyl 


OH 


2-morpholino-3-pyridyl 


s 


n-pentyl 


OH 


4- morpholino- 3-pyridyl 


s 


n-pentyl 


OH 


5-morpliolino-3-pyridyl 


s 


n-pentyl 


OH 


6-morpholino-3-pyridyl 


s 


n-pentyl 


OH 


2-hydroxy-3-pyridyl 


S j 


n-pentyl 


OH 


4-hydroxy-3-pyridyl 


s 


n-pentyl 


OH 


6-hydroxy- 3-pyridyl 


s 


n-pentyl 


OH 


6 -hydroxy- 3-pyridyl 



73 



WO 02/085905 



PCT/JP02/03727 



e 
o 


xi-pciLbyi 


\JIX 


A-mercap xo-o-pyriGyi 


Q 

b 


n-pentyl 


\Jxi 


4- mercap to- 3-pyridyl 


b 


n-penxyi 


KJJtX 


5-mercapto-3-pyridyl 


b 


n-pentyl 




6 -mercap to- 3-pyridyl 


rt 

5 


n-pentyl . 


OH 


2 -me thy lthio - 3 -pyridyl 


rt 

b 


n-pentyl 


/-ITT 


i A -t-1 1 * 1- * - ft »j t 

4-me tnylthio-3 -pyridyl 


S 


n-pentyl 


OH 


t~ ii t it * _ r» • t t 

5-methyltnio-3-pyradyl 


s 


n-pentyl 


ATT 

OH 


6-methylthio-S-pyridyl 


rt 

s 


n-pentyl 


OH 


2,6-dimethyl-3-pyridyl 


s 


n-pentyl 


OH 


5,6-dimethyl-3-pyridyl 


s 


n-pentyl 


OH 


2,6-diethyl-3-pyridyl 


s 


n-pentyl 


OH 


5,6-diethyl-3-pyridyl 


s 


n-pentyl 


OH 


2, 6-dimethoxy-3-pyridyl 


s 


n-pentyl 


OH 


5 , 6 -dime thoxy - 3-p y ridy 1 


s 


n-pentyl 


OH 


2,6-diethoxy-3-pyridyl 


s 


n-pentyl 


OH 


6,6-diethoxy-3-pyridyl 


s 


n-pentyl 


OH 


2,6-dichloro-3-pyridyl 


s 


n-pentyl 


! OH 


5,6-dichloro-3-pyridyl 


s 


n-pentyl 


OH 


5-chloro~6-met hoxy-3-pyri dyl 


s 


n-pentyl 


OH 


5-chloro-6-ethoxy- 3-pyridyl 


s 


n-pentyl 


OH 


2-cHoro-6-methyl-3-pyridyl 


s 


n-pentyl 


OH 


6-chloro-2-methyl-3-pyridyl 


s 


n-pentyl 


OH 


2-methyl-4-pyridyl 


s 


n-pentyl 


OH 


2-ethyl-4-pyridyl 


s 


n-pentyl 


OH 


2-methoxy-4-pyridyl 


s 


n-pentyl 


OH 


2-ethoxy-4-pyridyl 


s 


n-pentyl 


OH 


2-chloro-4-pyridyl 


s 


n-pentyl 


OH 


2-dimethylamino-4-pyridyl 


s 


n-pentyl 


OH 


2-(l-pyrrolidinyl)-4-pyridyl 


S i 


n-pentyl 


OH 


2-piperidino-4-pyridyl 


i ft 

s 


n-pentyl 


OH 


2-m orp holino- 4-pyridy 1 


rt 

s 


n-pentyl 


OH 


2-methylthio-4-pyridyl 


s 


n-pentyl 


OH 


2-pyrazinyl 


s 


n-pentyl 


OH 


5-methyl-2-pyrazinyl 


s 


n-pentyl 


OH 


5-ethyl-2-pyrazinyl 


s 


n-pentyl 


OH 


5- me thoxy-2-pyrazinyl 


s 


n-pentyl 


OH 


6-ethoxy-2-pyrazinyl 


s 


n-pentyl 


OH 


5-cMoro-2-pyrazinyl ^ 


s 


n-pentyl 


OH 


6-me thyl-2-pyra ziny 1 


s 


n-pentyl 


OH 


6-methoxy-2-pyrazinyl 


S | n-pentyl 


OH ( 6-chloro-2-pyrazinyl 



74 



WO 02/085905 



PCT/JP02/03727 



Y 
A 




"R 2 

lb 


X 


a 
a 


n-pentyl 


UvA/UMe 


O -Tl_ WW —1 ill nl 

z-pyridyl 


o 
b 


n-pexityl 


OtUUMe 


3-pyxidyl 


1 o 
o 


n-pentyl 


OCOOMe 


4-pyridyl 


« 

D 


n-pentyl 


OCOOMe 


2-methyl-S-pyrid.yl 


r? 
S 


n-pentyl 


OCOOMe 


4-methyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-methyi-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-m ethyl- 3 -pyridyl 


s 


n-pentyl 


OCOOMe 


2-ethyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-ethyl- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-ethyl-S-pyridyl 


s 


n-pentyl 


OCOOMe 


6-ethyl-S-pyridyl 


s 


n-pentyl 


OCOOMe 


2-methoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-methoxy-3-pyridyl 


s- 


n-pentyl 


OCOOMe 


5-methoxy- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-methoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-ethoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4- ethoxy- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


5 -ethoxy- 3 -pyridyl 


s 


n-pentyl 


OCOOMe 


6-ethoxy- 3 -pyridyl 


s 


n-pentyl 


OCOOMe 


2-chloro- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-chloro-3-pyridyl 


s 


n-pentyl 


OCOOMe • 


5-chloro- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-chloro- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-£luoro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-fluoro- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


5~fluoro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-£luoro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-dimethylainino-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-dimethylamino-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-dimetliylanuno-3-p yridy 1 


s 


n-pentyl 


OCOOMe 


6-dimethylamino-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-(l-pyrrolidinyl)-3-pyxidyl 


s 


n-pentyl 


OCOOMe 


3-(l-pyrrolidinyl)-3-pyxidyl 


s 


n-pentyl 


OCOOMe 


5-(l-pyrrolidinyl)-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-(l-pyrrolidinyl)-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-pip eridino- 3-pyridyl 


o 
o 


n-pentyl 


OCOOMe 


4-piperidino-3-pyridyl 


C* 

o 


n-pentyl 


UCUOMe 


5-piperidino-3-pyridyl 


s 




OCOOMe 


D-pip enoino- o-pyriayj. 


s 


n-pentyl 


OCOOMe 


2-morpholino-3 -pyridyl 


s 


n-pentyl 


OCOOMe 


4-morpholino- 3-pyxi dyl 


s 


n-pentyl 


OCOOMe 


5-morpholino-3-pyridyl 


s 


n-pentyl 


. OCOOMe 


G-morpholino-8-pyxidyl 


s 


n-pentyl 


OCOOMe 


2-hydroxy- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-hydroxy- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-hydroxy-3-pyridyl 



75 



WO 02/085905 



PCT/JP02/03727 



s 


n-pentyl 


OCOOMe 


2-mercap to- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-mercapto-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-mercapto-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-mercapto-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-methylthio-S-pyridyl 


s 


n-pentyl 


OCOOMe 


4-methylthio-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-methylthio-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-methylthio-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2, 6- dim etnyl-3-pyxidy 1 


s 


n-nentvl 


OCOOMe 


5 . 6- dime thvl- 3 -n vri d vl 


s 


| n-pentyl 


OCOOMe 


2, 6-diethvl- 3-nvridvl 


s 


... n-pentyl 


OCOOMe 


5 . 6-diethvl-3-nvridvl 


s 


n-pentyl 


OCOOMe 


2. 6-dimetlioxv-3»Tivri dvl 


s 


n-pentyl 


OCOOMe 


5.6-dinLetlioxv-S-Tiv'ri H vl 


s 


n-pentyl 


OCOOMe 


2 6-dietlioxv-3-tiVTi<ivl 


s 


n-pentyl 


OCOOMe 


5 6-diffthoxv-3-T) vrit^vl 


s 


n-nentvl 


OCOOMe 


2 G-dicKloro-S-tyvridvl 


s 


n-nentvl 


OCOOMe 


5*6-dirhloro-3-irvrifIvl 


s 


n-nentvl 


OCOOMe 


5~c hloro - 5~TD8"thoxy ~3~pyx i dy 1 


s 


n-penfcyl 


OCOOMe 


5-cliloro-6-ethoxv- 3-T5VT1 dvl 


s 


n-pentvl 


OCOOMe 


2-cliloYO-6-metlivl-3-rivriHvl 


s 


n-pentyl 


OCOOMe 


fi-rViloTn«S^«m p^Vivl-ft-mrrnrSvl 


8 


n-pentyl 


OCOOMe 


p +"K vl * 4-ti vri ttI 


s 


n-pentyl 


OCOOMe 




s 


n-pentyl 


OCOOMe 


2- m Vi ftYv«4»nvri H ul 

*j UlC l/ll\JA.jr JL J.lxjr x 


s 


n-pentyl 


OCOOMe i 


2-ethoxv-4-TJvridvl 


s 


n-pentyl 


OCOOMe 


2-cliloro-4-'Dvridvl 


s 


n-pentyl 


OCOOMe 


2-diinethylaniino-4-pyTidyl 


s 


n-pentyl 


OCOOMe 


2-(l-pvrrolidinvl)-4-Dvridvl 


s 


n-pentyl 


OCOOMe 


2 -pip eridino-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-morpholino-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-methyltnio-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5 - m ethyl- 2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5-ethyl-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5-methoxy-2-pyTazinyl 


s 


n-pentyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5-chloro-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


6-methyl-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


6-methoxy- 2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


6- cHoro- 2-pyrazinyl 



76 



WO 02/085905 



PCT/JP02/03727 



x 


R 1 




i 


o 


n-pexnyi 




A-pyridyi 


c 

0 


U-poJlLjrJL 




o-pyxiayi 


S 
D 


n-penxyi 




4-pyxiayi 


Q 

a 


n-pentyl 




z-m etnyj - i>-pyn ayl 


Q 
D 


n-pentyl 




4-metnyJ-S-pyxidyl 


Q 

o 


! n-pentyi 




5-metnyl-3-pyridyl 


« 

o 


n-pentyl 


OCOOEt 


6-metnyl-3-pyradyl 


S 


n-pentyl 


OCOOEt 


2-ethyl-3-pyridyl 


S 


n-pentyl 


OCOOEt 


4-ethyl-3-pyridyl 


S 


n-pentyl 


OCOOEt 


6-ethyl-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-ethyl-3-pyridyl 


s 


| n-pentyl 


OCOOEt 


2-methoxy- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-m ethoxy- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-methoxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-methoxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2-ethoxy-8-pyridyl 


s 


n-pentyl 


OCOOEt 


4-ethoxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


5-ethoxy~ 3 -pyridyl 


s 


n-pentyl 


OCOOEt 


6- ethoxy- 3 -pyridyl 


s 


n-pentyl 


OCOOEt 


2-chloro-3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-chloro-3-pyridyl 


s 


[ n-pentyl 


OCOOEt 


5-chloro*3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-chloro-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2-fluoro-3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-fiuoro-3-pyridyl 


s 


n-pentyl 


OCOOEt 


5-flnoro-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-£Luoro-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2-dime thy ltunino- 8 -pyridyl 


o 

D 


n-pentyl 


OCOOEt 


4-dimethylamino-3-pyridyl 


ft 

© 


n-pentyl 


OCOOEt 


6-dime thy lamino- 3-pyridyl 


Q 

D 


n-pentyl 


OCOOEt 


6-dime thylamino- 3-pyridyl 


c 
o 


n-pentyl 


OCOOEt 


2 - ( 1 -py rr ohdinyl)- 3-pyndyl 


c 
o 


n-pentyl 


OCOOEt 


3-(l-pyrrolidmyl)-3-pyridyl 




n-pentyl 


OCOOEt 


5-(l-pyrro n d inyl)-3-pyridyl 


Q 


n-pentyl 


OCOOEt 


6-(l -pyrrondinyl)- 3-pyridyl 


Q 


n-pentyl 


UtfUUJttit 


2-piperidino-3-pyridyl 


0 


n-pentyl 




4-piperidino- 3-pyridyl 


c 

O | 


n-pemyi 


UUUUlijt 


5-piperidino- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-n in eri din o - 3 -n vridvl 


s 


n-pentyl 


OCOOEt 


2-morpholino-3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-morpholino-3-pyridyl 


s 


n-pentyl 


OCOOEt 


5-morpholino- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-morpholino- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


2-hydroxy-3-pyridyl 


s 


n-pentyl 


000 DEt 


4-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


5-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-hydroxy-3-pyridyl 



77 



WO 02/085905 



PCT/JP02/03727 



s 


n-pentyl 


OCOOEt 


2-mercap to- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-mGTcatito- S-Tivrid vl 


s 


n-pentyl 


OCOOEt 


B-mercatj to- S-n vri H vl 


s 


n-pentyl 


OCOOEt 


v» jlucx i*cxp wj-o-^J'jririujri 


s 


n-pentyl 


OCOOEt 


PtVi vl tViin- *l»n wi *?tr1 

** XlL&iMXXjXliilX\J m O~PjXX\XjX 


s 


TI-T)ffTltvl 


OCOOEt 


zl_mrt hvl f n i n_ Q.n wm «4vrl 

** -juie tjuy a lijuo- o -py riuyi 


s 


** ^WU itjf A, 


OCOOEt 


o -m e wiy i ljuio - o -py nay l 


s 


x\ - ti a n'f r "_ p 1 
U p 611 wjr 1 


VWVJ!lb 


o -me inyiinio-o-py nay J 


s 


Tl — T> 0 Tt4"~I7l 
U. jp Oil Uj Jl 


vwvJdt 


t>- ainaeinyi-o-pyriayi 


Q 


ll jpcxii»jfi 




o , b - aim e tny I- o -pynay l 


a 

o 




UUUUJS<t 


o-aietnyl-S-pyndyl 


q 
o 


n-penvyi 




5,6-aiethyI-3-pynayl 


Q 


n-pentyl 




2, 6-aimetnoxy-S-pyndyl 


Q 


n-pentyl 


UUUUJcit 


5, D-aimetlioxy-3-pyndyl 


D 


n-pentyl 




2, 6-cuetj-ioxy-3-pyriayl 


Q 


n-pentyl 




5 f 6-diethoxy-3-pyxidyl 


Q 


n-pentyl 




2,6-aichloro- 3-pyridyl 




.. 1 ,.,T 

n-pentyl 


OCOOxit 


5, 6-dichlor o- 3-py ndyl 


D 


n-pentyl 


UoUUJlit 


b-cnloro-6-metnoxy-'3-pyr i dyl 


Q 


n-pentyl 




5-chloro-6-3thoxy-3-pyridyI 


Q 
*-> 


n-pentyl 


UCOOiiit 


2-chloro-6-metnyl-3-pyridyl 


Q 

o 


n-pentyl 


UOUUJj/t 


6-chloro- 2-metnyl- 3-pyridyl 


a 
a 


n-pentyl 




2-metnyl-4-pyndyl 


Q 


n-pentyl 


UovJUJit 


2-ethyl-4-pyridyl 


Q 


n-pentyl 


UUUUJc/t 


2-me thoxy-4-p 3/ndyl 


Q 


n-pentyl 


UOOUJit 


2-ethoxy-4-pyridyl 


C 

o 


n-pentyl 


UUUUJJ*t 


2-chloro-4-pyridyl 


e 
o 


n-p entyl 


ULrUUJC*t 


2-aimetnylamino-4-pyridyl 


Q 
o 


n-penxyi 




_5-^l-pynrolicanyl < )-4-pyndyl 


C 
o 


n-pemyx 


\JKj\J\JXUt 


2-piperidine-4-pyxidyl 


c 
o 


n-penuyi 




2-morpholino-4-pyjidyl 


C 
o 


n-pentyj 




4-metny J tnio -4-pynaya 


s 


n-pentyl 


OCOOEt 


2-T_vra__invl 


s 


n-pentyl 


OCOOEt 


5-methyl-2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


5-ethyl-2-pyra-dnyl 


s 


n-pentyl 


OCOOEt 


5-methoxy-2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


5-cliloro-2-pyraii-inyl 


s 


n-pentyl 


OCOOEt 


6-mathyl-2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


6-met_aoxy-2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


6-chloro-2-pyrazinyl 



78 



WO 02/085905 



PCT/JP02/03727 



A 


JR. 


it 


"XT 
1 


NH 


2-methoxyethyl 


ATT 

OH 


3-pyndyl 


NH 


2-methoxyethyl 


OH 


4-pyridyl 


NH 


2-methoxyethyl 


OH 


2-methyl-3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-methyl-3-pyridyl 


NH 


2-methoxyethyl 


OH 


2-ethyl-3-pyridyl 


• NH 


2-methoxyethyl 


OH 


6-ethyl- 3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-methoxy-3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-ethoxy-S-pyridyl 


NH 


2-m ethoxy ethyl 


OH 


2-chloro- 3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-chloro-3-pyridyl 


NH 


2-methoxyethyl 


OH 


5 t 6-dimethyl-3-pyridyl 


NH 


2-methoxyethyl 


OH 


5, 6 -dime thoxy- 3-pyridyl 


NH 


2-methoxyethyl 


OH 


5, 6 -dichlor o- 3-pyridyl 


NH 


2-methoxyethyl 


OH 


6- dime thylamino- 3 -pyri dyl 


NH 


2-methoxyethyi 


OH 


6- (1-pyrrolidinyl)- 3-pyridyl 


NH 


2-methoxyethyl 


OH 


e-piperidijio-3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-morpholino-3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-methylthio-3-pyxidyl 


NH 


2-methoxyethyl 


OH 


2-pyrazinyl | 


NH 


2-methoxyethyl 


OH 


5-methyl-2-pyrazinyl 


NH 


3-methoxypropyl 


OH 


3-pyridyl 


NH 


3-methoxypropyl 


OH 


4-pyridyl 


NH 


3-methoxypropyl 


OH 


2-methyl-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-methyl-3-pyridyl 


NH 


3-methoxypropyl 


OH 


2-ethyl-S-pyridyl 


NH 


3-methoxypropyl 


OH 


6-ethyl-3-pyridyl 


NH 


3-methoxypropyl 


OH 


2-methoxy-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-methoxy- 3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-ethoxy- 3-pyridyl 


NH 


3-methoxypropyl 


OH 


2-chloro-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-chloro- 3-pyridyl 


NH 


3-methoxypropyl 


OH 


5,6-dimethyl- 3-pyridyl 


Nti 


3-methoxypropyl 


Oil 


5,6-dimethoxy-3-pyridyI 


NH 


3-methoxypropyl 


OH 


5, 6-dichloro-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-dimethylamino- 3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-pip eridino-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-morpholino- 3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-methylthio-3-pyridyl 


NH 


3-methoxypropyl 


OH 


2-pyrazinyl 


NH 


3-methoxypropyl 


OH 


5-methyl-2-pyrazinyl 



79 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


; Y 


0 


2-methoxyethyi 


OH 


3-pyridyl 


0 


2-methoxyethyl 


OH 


4-pyridyl 


0 


2-methoxyethyl 


OH 


2-m ethyl- 3-pyridyl 


0 


2-methoxyethyl 


OH 


6-methyl-3-pyridyl 


0 


2-methoxyethyl 


OH 


2-ethyl- 3-pyridyl 


0 


2-methoxyethyl 


OH 


6-ethvl- 3-Dvridvl 


0 


2-methoxyethyl 


OH 


6-m e thoxv- 3-n vridvl 

V JUbWUVAJ W L*JfXX\XJX 


0 


2-methoxyethyl 


OH 


fi-p"f.Ti nYV-3«.nvri rl vl 
vxs irxUJjLj -u-^jjrx Jl ujr 1 


o 


2-methoxvethvl 


OH 


0_fiVi 1 mrt\m Q.-y\\ty*1 A trl 
a* -\*iixux v?" »>-p xxuy 1 


o 


2 - m ethoxveth vl 


OH 

VAX 


v- LtiiLUx cr-o-py zxciyx 


o 


2-m etli fiyveth vl 


OH 

V/XX 


q> o -cum e unyi** o-pyTiuyi 


o 


2-m p»+.Vi rorv Atfi vl 


OH 


o , d - aim e tnoxy- o -pynay i 


o 


2-Tn p+linwp+.Vivl 


OH 


o , o- aiLxLLux o- o -pyrxctyi 


o 


2-methrotvethvl 


OH 


0-uixuei^yioiuxiio-o-pyTiQ.yji 


o 


2-m ethoxvstli vl 


OH 


^i-pyrx □ixuxiiyx > ;-o-pyna.yi 


0 


2-methoxyethyl 


OH 


v x^j exxu.xxi.v- o x*y xxixyi 


o 


2-m ethoxvethvl 


OH 


\J -1X1 \J1 Is XI (/XXXA U — O p J XX uyi 


0 


2-m ethoxy e thyl 


OH 


fi-TTl P+TlvH'Tll A- 3-Tiwi rKrl 


0 


2 -m ethoxvethvl 


OH 


xt JJj x<x xtLLLyx 


0 


2-m ethnxvp thvl 


OH 


o-mewiyi- & -pyraziny i 


o 


3 -methox vototi vl 


OH 


o-pyxxayi 


o 


3 -m e thoxvn tou vl 


OH 


* pyriuyi 


o 


3 -me thoxvu ror> vl 


OH 


A- uxv bxxy i-o-pyrioyi 


o 


3 -me thosrvnTrvD vl 


OH 


o- me Liiyi-o-pyriuyi 


o 


3 -me thoxyp ropy 1 


OH 


a- ts uixjr x o -py x xuy x 


o 


3-methoxypropyl 


OH 


v- c uixy x o ±/y xxixy l. 


0 


3-methoxypropyl 


OH 


Xd XXlCi»XLl/Ajr-»J-Jpjf XZXtOLjx 


0 


3-m ethoxypropyl 


OH 


R -in ethoxv- 3 -n vti H vl 


0 


3-methoxypropyl 


OH 


6-ethoxv-3-t5VTiflvl 


o 


3-methoxypropyl 


OH 


2-chloro-3-Dvridvl 


0 


3-methoxypropyl 


OH 


6-chloro-3-pyridyl 


0. 


3 -methoxypr opyl 


OH 


5 , 6 - dimethvl- 3 -b vridvl 


0 


3-methoxypropyl 


OH 


5, 6-dimethoxy-3-pyxidyl 


0 


3-methoxypropyl 


OH 


5, 6-dichlor o- 3-pyridyl 


o 


3-methoxypropyl 


OH 


6-dimethylainino-3-pyridyl 


o 


3-methoxypropyl 


OH . 


6-(l-pyrrolidinyl)-3-pyridyl 


0 


3-methoxypropyl 


OH 


6-piperidino-3-pyridyl 


0 


3-methoxypropyl 


OH 


6-morpholino-3-pyridyl ; 


0 


3-methoxypropyl 


OH 


6-methylthio- 3-pyridyl 


0 


3-methoxypropyl 


OH 


2-pyrazixiyl 


0 


3-methoxypropyl 


OH 


5-methyl-2-pyrazanyl 



80 



WO 02/085905 



PCT/JP02/03727 



X 




Br 


y 


s 


2-m ethoxy ethyl 


OH 


3-pyridyl 


s 


2-methoxyethyl 


OH 


4-pyridyl 


s 


2-methoxyethyl 


OH 


2-methyl-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-methyl-3-pyridyl 


s 


2-methoxyethyl 


OH 


2-ethyl-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-ethyl- 3-pyridyl 


s 


2-methoxyethyl 


OH 


6-methoxy-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-ethoxy- 3-pyridyl 


s 


2-methoxyethyl 


OH 


2 - chloro- 3-pyridyl 


s 


2-methoxyethyl 


OH 


6- chloro-3-pyridyl 


s 


2-methoxyethyl 


OH 


5, 6-dimethyl- 3-pyridyl 


s 


2-methoxyethyl 


OH 


5,6-dimethoxy-3-pyridyl 


s 


2-methoxyethyl 


OH 


5, 6-diehlo ro-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-dimethylamiao-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-piperidiao-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-morpholino-S-pyridyl 


s 


2-methoxyethyl 


OH 


6-methylthio-3-pyridyl 


s 


2-methoxyethyl 


OH 


2-pyrazinyl 


s 


2-methoxyethyl 


OH 


5-methyl-2-pyra2rinyl 


s 


2-hydroxyethyi 


OH 


3-pyridyl 


s 


2-hydroxyethyl 


OH 


4-pyridyl 


s 


2-hydroxyethyl 


Oil 


2-methyl-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-m ethyl- 3-pyridyl 


s 


2-hydroxyethyl 


OH 


2-ethyl-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-ethyl- 3-pyridyl 


s 


2-hydroxyethyl 


OH 


2-methoxy-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-methoxy-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-ethoxy-3-pyridyl 


s 


2-hydroxyethyl 


OH 


2 -chloro- 3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-chloro-S-pyridyl 


s 


2-hydroxyethyl 


OH 


5,6-dimethyl-3-pyridyl 


Q 

o 


2-hydroxyethyl 


OH 


5,6-dimethoxy-3-pyridyl 


s 


2-hydroxyethyl 


* OH 


5,6-dichloro-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-dimethylamino- 3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-(l-pyrroIidinyl)-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-piperidino-S-pyridyl 


s 


2-hydroxyethyl 


OH 


6-m orpholino-3 -pyridyl 


s 


2-hydroxyethyl 


OH 


6-methylthio- 3-pyridyl 


s 


2-hydroxyethyl 


OH 


2-pyrazinyl 


s 


2-hydroxyethyl 


OH 


5-methyl-2-pyrazinyl 



81 



WO 02/085905 



PCT/JP02/03727 



x 


R 1 


R 2 


Y 


NH 


oroovl 


OH 


1-naphthyl 


NH 


nronvl 


OH 


2-naDhthvl 


1^1 JUL 


nronvl 


OH 


2-nvrrolvl 


MR 

in n. 


propyl 


OH 


3-nvrrolvl 


NH 


propyl 


OH 


2-furyl 


NH 

IN XX 


propyl 


OH 


3«fiirvl 


IN XI 


nrnnvl 

propyl 


OH 

vXi 


9-tfiipnvl 
z-iiiiciiyi 


XJTJ 

iNjn 


propyl 


OH 


^-thipnvl 


JNrl 


propyl 


OH 


j pjr 1 aZtXjiy i 


JNrl 


propyl 


OH 


d.nvro 7n 1\/1 
*T~py roi o iy i 


JNJHL 


nrAnvl 

propyl 


OH 


0 - ITU 4 /I si v 1 
Zr~iuiiu.tiz.uiy l 


MR 


propyl 


OH 


illllUaZ.Uiy 1 


JNJnL 


propyl 


OH 


7— ftvn^nlvl 
z.~u AdZiWiy 1 


MR 


propyl 


OH 


A— nvsi7n1v1 
*t~ u Aazu jy i 


MR 


propyl 


OR 


J ~ U acIzaJ iy 1 


MR 
JNrl 


propyl 


OH 


Z. LXllazU iy 1 


MR 


propyl 


or 


H-uiiaziOiyi 


MR 
JNrl 


propyl 


OH 


•? uiiaz<o iy i 


JNrl 


propyl 


OR 


z. "pyrimiuijuyi 


MR 
JNrl 


propyl 


OR 


^"pyririiiuiriyi 


MR 
JNrl 


propyl 




j -py nrriiuiiiy i 


MR 
JNrl 


propyl 


nu 

KJTl 


Z-JJaUU lyi 


MR 
JNrl 


propyl 


Url 


j~iiia.o lyi 


MR 
JNrl 


propyl 


nu 


S — i ¥> n f\ it/1 

j-uiuo iyi 


MR 
JNrl 


propyl 


nu 


o~iriu.oiyi 


MR 


propyl 


OR 
wri 


*5 — h pn m i f\ a *rr\ 1 v 1 
J-UCUZJiliiu.ciZUiy 1 


MR 


propyl 


OR 


^ »Vl PTl Trt Tl lfV 1 

z"uciiZtUiuiy i 


NH 
in n 


propyl 


OH 


'^-1TI/1fl , 7rtl vl 

j jj.iuaz.uiy i 


NH 


rvrntwl 
pi yJ\fj * 


OH 


z. ubiizuA.az>i/iyjL 


NH 


propyl 


OH 


4-flunro- 1 -nnnhthvl 

•F 11UU1 U 1 1 An.L/11 ill V 1 


NH 


nronvl 
pi upyi 


OH 


5-chloro-2-thienvl 

■/ Willi;* V <6> UllviiJ A 


NH 


nronvl 


OH 


4-methvl- 1 -nanhthvl 


NH 


Dronvl 


OH 


1 -metrrvl-2-nvrrolvl 


NH 




OH 


2-methvl-3 -furvl 

A* AAA V WIT A ^ X UA T X 


NH 


DTODVl 


OH 


5-methyl-2-thienyl 


NH 


propyl 


OH 


4-methyl-5-imidazolyl 


NH 


propyl 


OH 


l-methyl-3-indoIyl 


NH 


propyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


propyl 


OH 


3-methoxy»2-naphthyl 


NH 


propyl 


OH 


6-ethoxy-2-naphthyl 


NH 


propyl 


OH 


5 -methoxy-3 -indolyl 


NH 


propyl 


OH 


l,4-dimethoxy-2-naphthyI 


NH 


propyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 


propyl 


OH 


5-methoxy- 1 -methyl-2-indoly 1 



82 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


NH 


DrODVl 

Jr 4 v r / J 


OCOOMe 


1 -naphthy 1 


NH 


Jr 1 u Jr J 1 


OCOOMe 


2-nanhthvl 


NH 


nronvl 


OCOOMe 


O-nvrrfilvl 

A> pYXHJXjrX 


NH 


nrnnvl 

piUpyi 


OCOOMe 


3-nvrrnlvl 
j pyn kjij x 


NH 

XV XX 


nrnnvl 
pi upyi 


OCOOMe 




NH 


nrnnvl 
piopyi 


OCOOMe 

WWW W IVXv 


3-fiirvl 


NH 

IN Li. 


nrnnvl 
propyl 


OCOOMe 


9-th Sen vl 
^-iiiioAiyi 


XNXi 


propyl 


w w w w 1VX v 


j-iniciiyi 


iNXT 


piupyi 


wvVviYlv 


o -pyrdzu ly 1 


NTT 


propyl 


WWwwXYA© 


*r-pyro^oiyi 


NW 
in n 


propyl 




9_imi^a7nlvl 
Z.-lIHlQd/.L>iyi 


NH 


nrnnvl 

propyl 


W WW W 1V1C 


4-i m i q "7 n 1 vl 

*T-iinio.d/»u iy i 


"MTJ 

in xi 


nrnnvl 
pi vpyi 


vV/v w AVA v 


0 _ rw q t n 1 vl 


"MXT 


nrnnvl 

propyl 


OCOOMe 

v wv wXYAv 


*r- OXaZUiyi 


1MXJ. 


nrnnvl 

propyl 


orooMp 

wwwwivao 


^ - r> v a t nl vl 
J"~\JJ\.aZ,\Jkyx 


NW 


nrnnvl 

pi upyi 


w WW WXVAC 


Z-ullaZOiyi 


inxx 


nrnnvl 

propyl 


WWW* WXVAC 


*r- lUlaZU iy 1 


IN XT 


propyl 


WV-- W WlVJLC 


^1 —+V» IQ7nl T/l 

J"UllaZOiyi 


NH" 

1NJTX 


nrnnvl 

propyl 


WWW WTVAC 


^s~pyriini uiny i 


IN AT. 


nrnnvl 

pxupy i 




^ pyrrrniuiriyi 


inat. 


n iwn vl 

propyl 


nrnnMp 


-v-py rirniu iny i 


VTLT 

in n 


propyl 


nPOHMp 

W WW wxVAo 


z-muoiyj 


! NW 


nrnnvl 
piupyi 


W w WAYAG 


j-inuoiyi 


MIJ 
IN XX 


npniwl 

pi upy i 


w w wwlVAe 


It/1 

->-inaoiyi 


NH 

XNXX 


nrnnvl 
propyl 


w w W wAVAC 


u-inuoiyi 


NH 


nronvl 
propyl 


w WW W1Y1C 


j ~ u ciizjiijLiu aZiUiy i 


NH 


riTonvl 
pi upy i 


www w ayao 


7 - In p n *7 r\ i t\/ 1 
~ U C11Z>U A ui y 1 


NH 


piupyi 


OCOOMe 

WWWW1YJ.C 


^ ~ in H n "7 a 1 vl 
j liiuazAs iy x 


NH 


nronvl 

pi upyi 


OCOOMe 


7-Tipn7f*YJi7nlvl 


NH 


nronvl 


OCOOMe 


4-flnnrfi-l -nanhtlivl 

" nuuju x xxaijxxwxj x \ 


NH 


Dronvl 

pj vpj i 


OCOOMe 


S-chloro-9 -th i en vl 


NH 


oroDvl 

Jr lw r J* 


OCOOMe 

V-/ V1UW 


4-methvl- 1 -naohthvl 


NH 


nronvl 


OCOOMe 


1 -methvl-?-nvrrnlvl 


NH 


nronvl 


OCOOMe 


2-methvl-3-fiirvl 


NH 


nronvl 


OCOOMe 


5-methvl-2-thienvl 


NH 


propyl 


OCOOMe 


4-methy 1-5 -im idazoly 1 


NH 


propyl 


OCOOMe 


l-methyl-3-indolyl 


NH 


propyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


NH 


propyl 


OCOOMe 


3 -methoxy-2-naphthyl 


NH 


propyl 


OCOOMe 


6-ethoxy-2 -naphthyl 


NH 


propyl 


OCOOMe 


5-methoxy-3 -indolyl 


NH 


propyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


NH 


propyl 


OCOOMe 


5,6-dimethoxy-2 -indolyl 


NH 


propyl 


OCOOMe 


5-methoxy- 1 -methy 1-2 -indolyl 



83 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


Y 


NH 


propyl 


OCOOEt 


1 -naphthyl 


NH 


propyl 


OCOOEt 


2-naphthyl 


NH 


propyl 


OCOOEt 


2-pyrrolyl 


NH 


propyl 


OCOOEt 


3-pyrrolyl 


NH 


propyl 


OCOOEt 


2-furyl 


NH 


propyl 


OCOOEt 


3-furyl 


NH 


propyl 

tr tr J 


OCOOEt 


2-thienyl 


NH 


propyl 

Jr* tr J * 


OCOOEt 


3-thienyl 


NH 


propyl 

Jr* JrJ * 


OCOOEt 


3-pyrazoIyl 


NH 


propyl 

Jr* trJ * 


OCOOEt 


4-pyrazolyl 


NH 


propyl 

Jr* sr J * 


OCOOEt 


2-imidazolyl j 


NH 


propyl 

Jr* JrJ * 


OCOOEt 


4-imidazolyl 


NH 


propyl 

Jr tr J * 


OCOOEt 


2-oxazolyl 


NH 


propyl 

r tr J * 


OCOOEt 


4-oxazolyl 


NH 


propyl 

tr r; * 


OCOOEt 


5-oxazolyl 


NH 


propyl 

Jr* v trJ * 


OCOOEt 


2-thiazolyl 


NH 


propyl 

Jr * rJ * 


OCOOEt 


4-thiazolyl 


NH 


propyl 

Jr* w jr J * 


OCOOEt 


5-thiazoiyl 


NH 


propyl 

tr tr J 


OCOOEt 


2-pyr imidiny L 


NH 


propyl 

Jr-* Jr ^ * 


OCOOEt 


4-Pvrimidinvl 


NH 


propyl 

Jr* JrJ * 


OCOOEt 


5-pyrimidinvl 


NH 


propyl 

Jr* **SrJ 1 


OCOOEt 


2-indolvl 


NH 


propyl 

Jr * ^trJ * 


OCOOEt 


3-indolvl 


NH 


propyl 

Jr*. w r j * 


OCOOEt 


S-indolvl 


NH 


propyl 

tr w r*^ 


OCOOEt 


6-indolyl 


NH 


propyl 


OCOOEt 


5 -b enzimid azo ly I 


NH* 


propyl 

r jr ^ 


OCOOEt 


2-benzofuryl 


NH 


propyl 


OCOOEt 


3-indazolyl 


NH 


propyl 


OCOOEt 


2 -b enzoxazo ly 1 


NH 


propyl 


OCOOEt 


4-fluoro- 1 -naphthyl 


NH 


propyl 


OCOOEt 


5-chloro-2-thienyl 


NH 


propyl 


OCOOEt 


4-methy 1- 1 -naphthyl 


NH 


propyl 1 


OCOOEt 


1 -methyl-2-pyrrolyl 


NH 


propyl 


OCOOEt 


2-methy 1-3 -fury 1 


NH 


propyl 


OCOOEt 


5-methyl-2-thienyl 


NH 


propyl 


OCOOEt 


4-methyl-5-imidazolyl 


NH 


propyl 


OCOOEt 


1 -methyl-3-indoly 1 


NH 


propyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


NH 


propyl 


OCOOEt 


3 -methoxy-2-naphthyl 


NH 


propyl 


OCOOEt 


6-ethoxy-2-naphthyl 


NH 


propyl 


OCOOEt 


5-methoxy-3-indolyl 


NH 


propyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthyl 


NH 


propyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


NH 


propyl 


OCOOEt 


5-methoxy-l-methyl-2-indolyl 



84 



WO 02/085905 PCT/JP02/03727 



X 


R l 


R 2 


Y 


NH 


n-butyl 


OH 


1-naphthyl 


NH 


n-butyl 


OH 


2-naphthyl 


NH 


n-butyl 


OH 


2-pyrrolyl 


NH 


n-butyl 


OH 


3-pyrrolyl 


NH 


n-butyl 


OH 


2-furyl 


NH 


n-butyl 


OH 


3-furyl 


NH 


n-butyl 


OH 


2-thienyl 


NH 


n-butyl 


OH 


3-thienyl 


NH 


n-butyl 


OH 


3-pyrazolyl 


NH 


n-butyl 


OH 


4-pyrazolyl 


NH 


n-butyl 


OH 


2-imidazolyl 


NH 


n-butyl 


OH 


4-imidazolyl 


NH 


n-butyl 


OH 


2-oxazolyl 


NH 


n-butyl 


OH 


4-oxazolyl 


NH 


n-butyl 


OH 


5-oxazolyl 


NH 


n-butyl 


OH 


2-thiazolyl 


NH 


n-butyl 


OH 


4-thiazolyl 


NH 


n-butyl 


OH 


5-thiazolyl 


NH 


n-butyl 


OH 


2-pyrimidinyl 


NH 


n-butyl 


OH 


4-pyrimidinyl 


NH 


n-butyl 


OH 


5-pyrimidinyl 


NH 


n-butyl 


OH 


2-indolyl 


NH 


n-butyl 


OH 


3-indolyl 


NH 


n-butyl 


OH 


5-indolyl 


NH 


n-butyl 


OH 


6-indolyl 


NH 


n-butyl 


OH 


5-benzimidazolyl 


NH 


.n-butyl 


OH 


2-benzofuryl 


NH 


n-butyl 


OH 


3-indazolyl 


NH 


n-butyl 


OH 


2-benzoxazolyl 


NH 


n-butyl 


OH 


4-fluoro-l -naphthyl 


NH 


n-butyl 


OH 


5-chloro-2-thienyl 


NH 


n-butyl 


OH 


4-methy 1- 1 -naphthyl 


NH 


n-butyl ! 


OH 


1 -methy 1-2-pyrrolyl 


NH 


n-butyl 


OH 


2-methyl-3-furyl 


NH 


n-butyl 


OH 


5-methyl-2-thienyl 


NH 


n-butyl 


OH 


4-methyl-5-imidazolyl 


NH 


n-butyl 


OH 


l-methyl-3-indolyl 


NH 


n-butyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


n-butyl 


OH 


3-methoxy-2-naphthyl 


NH 


n-butyl 


OH 


6-ethoxy-2-naphthyl 


NH 


n-butyl 


OH 


5-methoxy-3 -indolyl 


NH 


n-butyl 


OH 


1 ,4-dimethoxy-2 -naphthyl 


| NH 


n-butyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 


n-butyl 


OH 


5-methoxy-l-methyI-2-indolyl 



85 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


NH 


n-butyl 


OCOOMe 


1-naphthyl 


NH 


n-butyl 


OCOOMe 


2-naphthyl 


NH 


n-butyl 


OCOOMe 


9-nvrrolvl 


NH 


n-butyl 


OCOOMe 




NH 


n-butyl 


OCOOMe 

www WUlV 


x> — lui jr i 


NH 


n-butyl 


OCOOMe 


J lulj'l 


NH 


n-butyl 


OCOOMe 




NH 


n-butyl 


OCOOMe 


3-tfllPTIvl 


NH 


n-butyl 


OCOOMe 


J PjI aXAJ ly 1 


NR 


n-butyl 


OCOOMe 


7r*1 vl 


NH 


n-butyl 


OCOOMe 




NH 


n-butyl 


! OCOOMe 

W W W WJLYJL^/ 


*t -JLUllUCLbUIJr 1 


NH 


n-butyl 


OCOOMe 


A— V AOaU 1 jr 1 


NH 


n-hntvl 

11 1/ u i jr i 


OCOOMe 


^.AY97ntvl 


NH 


n-butyl 


OCOOMe 

V ww W1YAG 


^.r^v(i7rtlvl 
J~UAaZ.Uiy 1 


NH 


n-butyl 


OCOOMe 

w w w W JLVAO 




NH 


n-butyl 




*t— til ICLbU 1 jr 1 


NH 


n-butyl 


opoom> 

w w vvlVlv 


^ — tVi t a T 

J-Ulla£Uiyi | 


NH 


n-butyl 


OCOOMe 


^ jjy l uiiiuiiijri 


NH 


n-butyl 


OCOOMe 

W w w W 1V1 G 


H-pyrjuxutiiiiyi 


NH 


n-Kntvl 


orooKfp 

w w W wJLVJLC 


j pynmiuinyi 


NH 


n-butyl 


OPOOMe 

Www WJ.VJLC 




NH 


n-butyl 


OCOOMe 

v w W W 1V1.C 


JUlLLKfiy 1 


NH ' 


n-butyl 


OCOOMe 

V-/ W W^ v-/ lVlw 


^•.irwlnlvl 

J-JU1U.U Ijf 1 


NH 


• n-butyl 


opoomp 

W W W WIYIG 




NH 


n-butyl 


OCOOMe 

W WW WAY.lv 


j — u c iiZii iJLUuaztvsijr i 


NH 


n-butyl 


OCOOMe 

W W V/WlrlC 




NH 


n-butyl 


OCOOMe 


J lllUaZiVS 1 jr 1 


NH 


n-butyl 


OCOOMe 


2-heti7nya7o1v1 

£0 UvUiCiUA<m<V1T 1 


NH 


n-butyl 


OCOOMe 


4-fluoro- 1 -naphthy 1 


NH 


n-butyl 


OCOOMe 


5-chloro-2-thienyl 


NH 


n-butyl 


OCOOMe 


4-methvl- 1 -naDhthvl 


NH 


n-butyl 


OCOOMe 


1 -methvl-2-Dvrrolvl 

JL AAA W HIT A JAM. W AT A 


NH 


n-butyl 


OCOOMe 


2-methyl-3-furyl 


NH 


n-butyl 


OCOOMe 


5-methyl-2-thienyl 


NH 


n-butyl 


OCOOMe 


4-methyl-5-imidazolyl 


NH 


n-butyl 


OCOOMe 


l-methyl-3-indolyl 


NH 


n-butyl 


OCOOMe 


2-raethoxy- 1 -naphthyl 


NH 


n-butyl 


OCOOMe 


3-methoxy-2-naphthyl 


NH 


n-butyl 


OCOOMe 


6-ethoxy-2 -naphthyl 


NH 


n-butyl 


OCOOMe 


5-methoxy-3-indolyl 


NH 


n-butyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


NH 


n-butyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


NH 


n-butyl 


OCOOMe 


5-methoxy- 1 -methy 1-2-indoly 1 



86 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


! y 


NH 


n-butyl 


OCOOEt 


1-naphthyl 


NH 


n-butyl 


OCOOEt 


2-naphthyl 


NH 


n-butyl 


OCOOEt 


2-pyrrolyl 


NH 


n-butyl 


OCOOEt 


3-pyrrolyl 


NH 


n-butyl 


OCOOEt 


2-furyl 


NH 


n-butyl 


OCOOEt 


3-furyl 


NH 


n-butyl 


OCOOEt 


2-thienyl 


NH 


n-butyl 


OCOOEt 


3-thienyl 


NH 


n-butyl 


OCOOEt 


3-pyrazolyl 


NH 


n-butyl 


OCOOEt 


4-pyrazolvl 


NH 


n-butyl 


OCOOEt 


2-imidazolyl 


NH 


n-butyl 


OCOOEt 


4-imidazolyl 


NH 


n-butyl 


OCOOEt 


2-oxazolyl 


NH 


n-butyl 


OCOOEt 


4-oxazolyl 


NH 


n-butyl 


OCOOEt 


5-oxazolyl 


NH 


n-butyl 


OCOOEt 


2-thiazolyl 


NH 


n-butyl 


OCOOEt 


4-thiazolyl 


NH 


n-butyl 


OCOOEt 


5-thiazolyl 


NH 


n-butyl 


OCOOEt 


2-Dyrimidinyl 


NH 


n-butyl 


OCOOEt 


4-pyrimidinyl 


NH 


n-butyl 


OCOOEt 


5 -pyrimidiny 1 


NH 


n-butyl 


OCOOEt 


2-indolyl 


NH 


n-butyl 


OCOOEt 


3-indolyl 


NH 


n-butyl 


OCOOEt 


5-indolyl 


NH 


n-butyl 


OCOOEt 


6-indolyl 


NH 


. n-butyl 


OCOOEt 


5-benzimidazolyl 


NH 


n-butyl 


OCOOEt 


2-benzofuryl 


NH 


n-butyl 


OCOOEt 


3-indazolyl 


NH 


n-butyl 


OCOOEt 


2-benzoxazolyl 


NH 


n-butyl 


OCOOEt 


4-fhioro- 1 -naphthy 1 


NH 


n-butyl 


OCOOEt 


5-chloro-2-thienyl 


NH 


n-butyl 


OCOOEt 


4-methyl- 1-naphthyl 


NH 


n-butyl 


OCOOEt 


1 -methyl-2-pyrroly 1 


NH 


n-butyl 


OCOOEt 


2-methyl-3-furyl 


NH 


n-butyl 


OCOOEt 


5-methyl-2-thienyl 


NH 


n-butyl 


OCOOEt 


4-methyl-5-imidazolyl 


NH 


n-butyl 


OCOOEt 


l-methyl-3-indolyl 


NH 


n-butyl 


OCOOEt 


2-methoxy-l -naphthyl 


NH 


n-butyl 


OCOOEt 


3-methoxy-2-naphthyl 


NH 


n-butyl 


OCOOEt 


6-ethoxy-2-naphthyl 


NH 


n-butyl 


OCOOEt 


5-me thoxy-3 -indolyl 


NH 


n-butyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthy 1 


NH 


n-butyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


NH 


n-butyl 


OCOOEt 


5-methoxy- l-methyl-2 -indolyl 



87 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


NH 


n-nentvl 

IM. L> WL1 I J ± 


OH 


1 -nanhthvl 


NH 


u pvmyi 


OH 


£* " uapu ui yi 


NH 


U-pemyi 


OH 






JJ-JJClliyi 


OR 


j-pyrxujyj 


"NTH 


n-peniyi 


wXl 


9-TTirvl 

z-iuryi 


Xju 

AN XI 


n-peniyi 


un 


o-iuryi 


IN XI 


n-peniyi 


LI XI 


z-tnienyi 


rsxi 


n-pentyl 


Uxl 


j-inienyi 


JNxl 


n-pentyl 


Uxl 


3-pyrazolyl 


XTU 
JNJtl 


n-pentyl 


Uxl 


4-pyrazolyl 


XTTT 

Jnx1 


n-pentyl 


Uxl 


2-imidazoIyl 


XTXJ 
JNX1 


n-peniyi 


Uxl 


4-imidazolyl 


XTXJ 
INrl 


n-pentyl 


ATT 

Uxl 


2-oxazolyl 


XTXJ 


n-pentyl 


Uxl 


4-oxazolyl 


XTXI 
JNxl 


n-pentyl 


nu 
Uxl 


5-oxazolyl 


XTU 

JNxl 


n-pentyl 


Air 

Uxl 


z-iniazoiyi 


XTU 

JNxl 


n-pentyl 


nu 
Uxl 


4-tniazoiyi 


XTU 

JNrl 


n-pentyl 


nu 
Uxl 


5-thiazolyl 


JNxl 


n-pentyl 


nu 

UJti 


2-pyrimi diny 1 


XTXJ 

JNJtl 


n-pentyl 


UJHL 


4-pyrimidinyl 


JNxl 


n-pentyl 


nu 
Uxl 


5-pyrimidinyl 


XTU 
JNJtl 


n-pentyl 


nu 
Uxl 


z-maoiyi 


XTTT 
JNJtl 


n-pentyl 


nu 

UH. 


3-inaolyl 


xror 

JNxl 


n-pentyl 


nu 
UH 


j-inaolyl 


XTXJ 
INXl 


n-peniyj 


i nu 
Uxl 


6-indolyl 


XTXI 
INJCl 


n-pentyl 


nu 
Uxl 


5-benzimidazolyl 


XTXJ 
IN 11 


n-pentyl 


nu 
Uxl 


2-b enzofiiry 1 


XTXJ 
IN XI 


n-peniyi 


nu 
Uxl 


j-inaazoiyi 


XTXT 
IN XI 


u-peniyi 


nu 

UJtl 


z- oenzoxazoiy i 


. XJXI 
IN Xi 


u-peniyji 


nu 
Uxl 


*f-iiu oro - i -napnmyi 


XJTJ 




WX1 


•j-cnioro-z-uiicnyi 


NH 


n-npntvl 
u pcutyi 




H—meuiyi"* i -ntipjiuiy i 


NH 


Ti»t^pnt"v/1 

Il-pOIliy 1 


OR 

wXl 


i -ineuiyi-^-pyrrtuyi 


NH 


n-npnfv1 
u jjciiiyi 


nu 
wn 


pf ri vl -.•fiiTn/1 
Z.-II1C uiy i-o -xury i 


NH 


t*i»npnt\/t 
ii -pciiijr i 


OR 


j -m e my i ■ a- uiicny i 


NH 


n-pentyl 


OH 


4~methyl-5-imidazolyl 


NH 


n-pentyl 


OH 


l-methyl-3-indolyl 


NH 


n-pentyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


n-pentyl 


OH 


3-methoxy-2-naphthyl 


NH 


n-pentyl 


OH 


6-ethoxy-2-naphthyl 


NH 


n-pentyl 


OH 


5-methoxy-3-indolyl 


NH 


n-pentyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


NH 


n-pentyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 


n-pentyl 


OH 


5-methoxy- 1 -methyl-2-indoly 1 



88 



WO 02/085905 



PCT/JP02/03727 



x 


R 1 


R 2 


Y 


NH 


n-nentvl 

11 yt wii iv j 


OCOOMe 




NH 


n-nentvl 


OCOOMe 


9 «.n nnli t\\ vl 
x." nap limy i 


NH 

XI XX 


n-Tif*ntv1 
Xi-pcxiijr 1 


OCOOMe 


9 .nvrrrt 1 \/1 

pyirujyi 


NTT 

IN XX 


T\_f>p>ri f"V/1 

lI~poxXljri 


w V/XVxO 


^ _ nvrrn Tvil 

^-pyiToiyi 


NH 
in n 


ji-poniyj 


npnnTvfp 


z-iuryi 


"NTH 
xNn 


n.non tt# 1 

n-peniyi 


OPOfiMp 


j-iuryi 


\ru 

1NJC1 


r\ tsot»+x/1 

n-peniyi 


WL^vJwivie 


z-inienyj 




n-pentyl 


uuuuivie 


3-thienyl 


vrrj 
JNrl 


n-pentyl 


u^uuivie 


3-pyrazolyl 


JNfl 


ti *^AT\T^fl 

n-peiiiyi 




4-pyrazolyl 


JNrl 


n-pentyl 


UUUUIYie 


2-imidazolyl 


vru 
IN XI 


n-pentyl 


UUUUJYie 


4-imidazolyl 


INn 


n-peniyi 


uuuwJMe 


2-oxazolyl 


vrxj 
INxl 


n-peniyi 


OPPfYMs* 

uuuuivxe 


4-oxazolyl 


MPT 
INrl 


n-penxyi 


uuuujvie 


5-oxazolyl 


INrl 


n-pentyl 


ULUUMe 


z-tniazoiyj 


INrl 


n-peniyj 




4-thiazolyl 


VJT4 
INrl 


n-pentyl 


uuuujyie 


D-tniazoiyi 


XT IT 

JNrl 


n-peniyi 


rkpfirvivvr** 
uuuuivie 


2-pyrimi diny 1 


INJCl 


n-peniyi 


uuuujvie 


4-pyrimi diny 1 


1NX1 


n-peniyi 


uuuwjvie 


5-pyrimidinyl 


iNn 


n-peniyj 


UUUUMc 


^-lnciojyj 


iNn 


n-peniyi 


uuuuMe 


i-inaoiyi 


iNn 


n-peniyi 


ULUUiVie 


5-indolyl 


TsJTJ 
INrl 


n-peniyi 


uuuuMe 


6-indolyl 


"NTH 
INn 


»i _r\on -fx i\ 

xx-peniyi 


UL/UUjyie 


5-benzimidazolyl 


"NTH 
iNn 


Tl—VSOTlTT/l 

n-peiiiyx 


uuuuivie 


2-b enzo fury 1 


NH 
iNn 


ii-pcixiyi 




3-inaazoiyi 


NTT 
inxx 


ix-peiiiyi 


npnniv/fp 
v/wwvjivie 


z-Denzoxazoiyi 


NTT 

IN XX 


xi'pcxiLjri 




*f-nuoro- 1 -napninyi 


NH 

IN XX 


xx pcxxLjri 


nrnnMp 

vyl^WWiVxO 


j-cxxioro-z-ixiionyi 


NH 


n-nentvl 

XI Is WAX IV 1 


OPOOMp 


/1_t>^ pfliv] _ 1 _n q TiV\f Vnf 1 

*t- xixc Lxx y i i -xitipii my x 


NH 


ti-T>ftntv1 

XI £J *>11 1 jr 1 


OPOOMp 


X -IiXCillJ' J-^-Uyil Uljrl 


NH 


n-tiBntvl 

XI IJ t> A 1 Ljr X 


OPOOMp 


9-mptfi vl --fiirvl 
x -lxic illy x- j - 1 ui y 1 


NH 


n-nentvl 

ix ^wlXljrA 


OPOOMe 


J XXlCLlxyi-^-lIlICIljf 1 


NH 


n-pentyl 


OCOOMe 


4-methyl-5-imidazolyl 


NH 


n-pentyl 


OCOOMe 


l-methyl-3-indolyl 


NH 


n-pentyl 


OCOOMe 


2-methoxy- 1 -naphthy 1 


NH 


n-pentyl 


OCOOMe 


3 -methoxy-2-naphthy 1 


NH 


n-pentyl 


OCOOMe 


6-ethoxy-2-naphthyl 


NH 


n-pentyl 


OCOOMe 


5-methoxy-3 -indolyl 


NH 


n-pentyl 


OCOOMe 


1 J 4-dimethoxy-2 -naphthy 1 


NH 


n-pentyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


NH 


n-pentyl OCOOMe 


5-methoxy-l -methyl-2-indolyl 



89 



WO 02/085905 



PCT/JP02/03727 



Y 
A 


Xv 


R 2 


V 
X 


INxi 


n-peniyi 


ornnFt 


i-napninyi 




n-pentyl 




z-napnmyi 


NH 


n-pentyl 


uuuvjxit 


z-pyrroiyi 


XTTT 

NH 


n-pentyl 


OCUUbt 


3-pyrrolyl 




n-pentyl 


Ul^UUbt 


2-tiiryl 


XTTT 

NH 


n-pentyl 


OCOUbt 


3-turyl 


VTTT 

NH 


n-pentyl 


OCOObt 


2-thienyl 


NH 


n-pentyl 


OCOOEt 


3-thienyl 


NH 


n-pentyl 


OCOOEt 


3-pyrazolyl 


VTTT 

NH 


n-pentyl 


OCOOEt 


4-pyrazolyl 


NH 


n-pentyl 


OCOOEt 


2-imidazolyl 


NH 


n-pentyl 


OCOOEt 


4-imidazolyl 


VTTT 

NH 


n-pentyl 


OCOOEt 


2-oxazolyl 


NH 


n-pentyl 


OCOOEt 


4-oxazolyl 


NH 


n-pentyl 


OCOOEt 


5-oxazolyl 


NH 


n-pentyl 


OCOOEt 


2-thiazolyl 


NH 


n-pentyl 


OCOOEt 


4-thiazclyl 


NH 


n-pentyl 


OCOOEt 


5-thiazolyl 


-v rr it 

NH 


n-pentyl 


OCOOEt 


2-pyrimidinyl 


NH 


n-pentyl 


OCOOEt 


4-pyrimidinyl 


NH 


n-pentyl 


OCOOEt 


5-pyrimidinyl 


NH 


n-pentyl 


OCOOEt 


2-indolyl 


NH 


n-pentyl 


OCOOEt 


3-indolyl 


NH 


n-pentyl 


OCOOEt 


5-indolyl 


NH 


n-pentyl 


OCOOEt 


6-indolyl 


VTTT 

NH 


n-pentyl 


OCOOEt 


5-benzimidazolyl 


VTTT 

NH 


n-pentyl 


OCOOEt 


2-benzofuryl 


VTTT 

NH 


n-pentyl 


OCOOEt 


3-inaazolyl 


VTTT 

NH 


n-pentyl 


OCOOEt 


2-benzoxazolyl 


\tt_t 

NH 


n-pentyl 


OCOOEt 


4-fluoro- 1 -naphthy 1 


vru 
Nxi 


n-pentyl 


/-W/-t/V/VTjA 


j - cmoro -z-tnienyj 


\TT_T 
IN XI 


n-peniyi 


UtyUUbt 


4-meinyi- 1 -napntnyi 


VTTT 
IN XI 


n-peniyi 




1 -methyl-2-pyrroIyl 


XTTT 
IN XI 


n-ponxyA 


ULUUJii 


z-nieinyi- d -iuryi 


XTTT 
IN XI 


jj-pwiLyi 


KjKjyJKjrA. 


j~ineuiyi-z-uiienyj 


NH 


n-pentyl 


OCOOEt 


4-methvl«-5-imida7olvl 


NH 


n-pentyl 


OCOOEt 


l-methyl-3-indolyl 


NH 


n-pentyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


NH 


n-pentyl 


OCOOEt 


3-methoxy-2-naphthyl 


NH 


n-pentyl 


OCOOEt 


6-ethoxy-2-naphthyl 


NH 


n-pentyl 


OCOOEt 


5-methoxy-3-indolyl j 


NH 


n-pentyl 


OCOOEt 


l,4-dimethoxy-2-naphthyl 


NH 


n-pentyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


NH 


n-pentyl 


OCOOEt 


5-methoxy-l -methyl-2-indolyl 



90 



WO 02/085905 



PCT/JP02/03727 



x 


R 1 


R 2 


Y 


o 


T>roT)vl 


OH 


1 -nanhthvl 


o 


nrnnv? 
P* vpyi 


OH 


2-nanhthvl 


o 


nronvl 

pi \jyyi 




O ..nvTTn 1 vl 
A-pynoiyi 


o 


propyl 


OR 


j-pyrroiyj 




propyl 


or 

Wn 


j&-ruryi 


w 


propyl 


wn 


j-iuryi 


w 


nronvl 

propyl 


OR 


9-rhJpnvl 
x-micnyi 


n 

w 


prupyi 


OH 


j-iniciiyi 


n 

w 


nmnvl 

propyl 


or 


j-pyrazoiyi 


w 


propyl 




'f-pyrazoiyi 




nronvl 

propyl 


OR 
wn 


z-iniiuazo ly i 


n 

w 


propyl 


Wn 


*f -lmiuazo ly l 


n 

W 


propyl 


OR 
wn 


x-0XaZ0iyi 


o 


nTOnvI 

propyl 


OR 
un 


H" O AaZOiy 1 


W 


t propyl 




^3-OXaZOiyi 


n 

w 


propyl 


wn 


z-iniazoiyi 


n 


propyl 


wn 


4-thiazolyl 


r\ 
W 


propyl 


or 
wn 


j-uiiozoiyi 


n 

W 


propyl 


OR 

wn 


z-pynrniainyi 




propyl 


wn 


^"■pyriniiainyi 


n 
w 


propyl 


wn 


j-pyrimiQinyi 


n 


propyl 


wn 


z-maoiyi 


o 


propyl 


nu 
wn 


j-maoiyi 


W 


propyl 


nu 
wn 


j -muoiyi 




nmnvl 

piupyi 


nu 
wn 


o-uiaoiyi 


W 


propyl 


nu 
wn 


j-Dcnzimiciazoiyi 


o 


nronvl 
piopyi 


OR 
wn 


^-ocnzoiuryi 


W 


nronvl 
propyl 


OR 
wn 


j-muazoiyi 


o 


nronvl 
propyl 


OR 

wn. 


O .kan 7AV51 TTrt 1v 1 
Z> • L/CJUZiO AXL£U iy 1 


o 


nronvl 
piupyi 


OR 


^...fliinro-.l -rmnhthvl 

*T**A J LLUX L» X ii ayixl lli y 1 


o 


nronvl 


OH 


^-rhloro-2-thifinvl 


0 


nronvl 


OH 


4—methvl- 1 •nanhthvl 


0 


F 1 w rv 1 


OH 


1 «methvl-'7-nvrro1vl 


o 


nronvl 
r Jv r/ A 


OH 


2-meth vl-3 -furvl 


o 


nronvl 

pi vpjri 


OH 


*>-m ethvl-2-th ien vl 


o 


propyl 


OH 


4-methyl-5-imidazolyl 


0 


propyl 


OH 


l-methyl-3-indolyl 


0 


propyl 


OH 


2-methoxy- 1 -naphthyl 


o 


propyl 


OH 


3-methoxy-2~naphthyl 


o 


propyl 


OH 


6-ethoxy-2-naphthyl 


0 


propyl 


OH 


5-methoxy-3-indolyl 


0 


propyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


o 


propyl 


OH 


5,6-dimethoxy-2-indolyl 


0 


propyl 


OH 


5-methoxy- 1 -methyl-2-indolyl 



91 



WO 02/085905 



PCT/JP02/03727 



x 


R 1 


R 2 


v 


o 




OCOOMe 


1 -nar»hthvl 


o 


nronvl 


OCOOMe 


2-nanhthvl 

^ iiQuiiut y i 


0 


•nrnnvl 


OCOOMe 




vy 


F fU Py * 


OPOOlvfp 


j-pyrroryi 


n 
vy 


propyl 




9-fnrvl 

z-iuryi 


vy 


propyl 




y-iuryi 




propyl 




z-mieiryi 




propyl 


vy V^w wlYl c 


3 -thienyl 




nrnntfl 

propyl 


wv^wvyiYie 


j -pyrazoiyi 




propyl 


w uuum e 


4-pyrazolyl 


vy 


propyl 


vy vJlYlG 


2-imidazolyl 




propyl 


nponiv^p 

l^v^WWlYle 


4 - imiQazo iy i 


n 

vy 


propyl 




2-oxazolyl 


o 

vy 


pi upy i 


npnniv/rp 


*t-oxazoryi 


n 

vy 


propyl 




5-oxazolyl 




propyl 




2-thiazolyl 




propyl 




4-tniazoiyi 


V-/ 


propyl 


vJ^uujvie 


D-tniazoiyji 


vy 


propyl 


vy^vjuivie 


2-pyrimi diny 1 


\j 


propyl 


or* Pi A A/To 


4-pyrimidinyl 


n 

vy 


propyl 




5 -py rimidiny 1 


n 

vy 


propyl 


(ji^vjujvie 


z-maoiyi 


vy 


propyl 




j-inooiyi 


n 

w 


propyl 




5-indolyl 


' vy 


propyl 


vy^kyL/AVie 


6-indolyl 


vy 


propyl 




5 -benziroi dazo ly 1 


o 

1 vy 


propyl 




d enzoiury i 


o 

vy 


propyl 


OPnOAyfp 


0 tt\/1orv/\ nil 

y-lIlQaZOiy I 


o 


nrrmvl 

propyl 


UbUU 1VXC 


z en zo a a2o ly 1 


o 


propyl 


OPOOMp 
vy v-« vy wivic 


*f-iruoro- 1 -juLapnuiyi 


o 


"nrnnvl 
propyl 


OPOOMp 
w v>vy vyivic 


j-wiioro"Z-iiiiciiyi 


o 


nrnnvl 


OCOOMe 

vy v_/ «*y vyivic 


4_Tn<atTivl» 1 -Tiflnlithvl 
*T~jjuiciuy i m i "liopiiLiiy i 


o 


nrnnvl 
piupyi . 


OPOOMp 
vy wvy\yivic 


1 -m pfTi nvrrn Ivl 
l ~iuc iji y p y 1 1 tiiy i 


o 


nrnnvl 
pi upyi 


OCOOMe 

vy v^vy vyxviw 


Z "111C 111/ l-J-lUlJrl 


o 


nrnnvl 
pi upyi 


OCOOMe 

vy V— ' vy vjivic 


S-mpthvl-9-tliipnvl 


0 


propyl 


OCOOMe 


4-methyl-5-imidazolyl 


0 


propyl 


OCOOMe 


l-methyl-3-indolyl 


0 


propyl 


OCOOMe 


2-methoxy- 1 -naphthy i 


0 


propyl 


OCOOMe 


3-methoxy-2-naphthyl 


0 


propyl 


OCOOMe 


6-ethoxy-2-naphthyl 


0 


propyl 


OCOOMe 


5-methoxy-3 -indolyl 


0 


propyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


0 


propyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


0 


propyl 


OCOOMe 


5-methoxy-l-methyl-2-indolyl 



92 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


0 


propyl 


OCOOEt 


1 -naphthyl 


0 


propyl 


OCOOEt 


2-naphthyl 


0 


propyl 

r tr J * 


OCOOEt 


2-pyrrolyl 


0 


propyl 

tr tr J 


OCOOEt 


3-pyrrolyl 


0 


propyl 

r tr J *■ 


OCOOEt 


2-furyl 


0 


propyl 


OCOOEt 


3-furyl 


0 


propyl 


OCOOEt 


2-thienvl 


o 


propyl 

F* w rv * 


OCOOEt 


3-thienvl 


o 


propyl 


OCOOEt 


3-t)vra7oIv1 


o 


propyl 


OCOOEt 


4-tj vrazo 1 vl 


o 


oroovl 

F tr J 


OCOOEt 


2-imidazolvl 


o 


propyl 


OCOOEt 


4-imidazolvl 


o 


propyl 


OCOOEt 


2-oxazolvl 


o 


propyl 


OCOOEt 


4-oxazolvl 


o 


dfodvI 


OCOOEt 

\^ \mj \*s x—i l 




o 


F* u FJ fl 


OCOOEt 


2-thiH7n1v1 


o 


propyl 


OCOOEt 


4-th ia^n lvl 


0 


propyl 


OCOOEt 


5-thia7nlvl 


o 


Droovl 

F* vyjyi 


OCOOEt 

V \J M l> 


9 -nvritn i H in vl 

x. jpjri ILlllLllliyi 


o 


propyl 

F F J 


OCOOEt 

X^ X^X^ J—/ U 


4-twrimidinvl 

i Fv 1 VJ-lll J 1 


o 


propyl 

F A U F./* 


OCOOEt 

X^ X-' X^ \^A^ l> 


S-nvriTnidinvl 


o 


propyl 

F 1 v FJ fl 


OCOOEt 

, x^ x./ vy X-/^ Xm4 i» 


2-indolvl 


o 


DroDvl 


OCOOEt 

Vp^ X*/ X*^ X*/ J—/ l 


3-indolvl 

mJ 1UUU1Y 1 


o 


propyl 

F* V F./ * 


OCOOEt 


S-indolvl 


o 


propyl 

F 1 v F^ A 


OCOOEt 

X^ XV XX X^ JLJ U 


6-indnlvl 

V/ 1UUUI ¥ J 


0 


propyl 


OCOOEt 


5-benzimidazolvl 


0 


propyl 


OCOOEt 


2 -h en 70 f urv 1 


0 


propyl 


OCOOEt 


3-indazolvl 


0 


propyl 


OCOOEt 


2-benzoxazolyl 


o 


propyl 


OCOOEt 


4-fluoro-l -naphthyl 


0 


propyl 

tr tr J 


OCOOEt 


5-chloro-2-thienyl 


o 


propyl 

tr tr J 


OCOOEt 


4-methyl- 1 -naphthyl 


0 


propyl 

tr tr J * 


OCOOEt 


1 -methyl -2-pyrrolyl 


0 


propyl 


OCOOEt 


2-methy 1-3 -fury 1 


0 


propyl 

tr r J 


OCOOEt 


5-methyl-2-thienyl 


o 


propyl 


OCOOEt 


4-methyl-5-imidazolyl 


0 


propyl 


OCOOEt 


l-methyl-3-indolyl 


0 


propyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


0 


propyl 


OCOOEt 


3 -methoxy-2-naphthy 1 


0 


propyl 


OCOOEt 


6-ethoxy-2 -naphthyl 


0 


propyl 


OCOOEt 


5-methoxy-3-indolyl 


0 


propyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthyl 


0 


propyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


0 


propyl 


OCOOEt 


5-methoxy-l-methyl-2-indolyl 



93 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


Y 


0 


n-butyl 


OH 


1-naphthyl 


0 


n-butyl 


OH 


2-naphthyl 


0 


n-butyl 


OH 


2-pyrroIyl 


0 


n-butyl 


OH 


3-pyrrolyl 


0 


n-butyl 


OH 


2-furyl 


0 


n-butyl 


OH 


3-furyl 


o 


n-butyl 


OH 


2-thienvl 


o 


n-butyl 


OH 


3-thienvl 


o 


n-butyl 


OH 


J \JjX tl~£j\J kj I 


o 


n-butyl 


OH 


4-nvrazo 1 vl 


o 


n-butvl 


OH 


2-imida7nlv1 


o 


n-butyl 


OH 


4-imidazolvl 


o 


n-butyl 


OH 




o 


n-butyl 


OH 


4-nYa7f)1vl 


o 


n-butyl 


OH 


5-nxa7o1v1 


o 


n-butyl 


OH 


9-thifl7n1v1 

ULlCLZsV ly 1 


o 


n-butyl 


OH 


4-tliifl7n1v1 
^ m lutAJxy x 


o 


n-butyl 


OH 


-j — i\\\gl£aj i y i 


o 


n-butyl 


OH 


^-iwrimirfitivl 


o 


n-butyl 


OH 


4-nvrim irfinvl 
*t "ij y i xxxx i u ah y x 


o 


n-butyl 


OH 

VIA 


*% -nvri Tn i d i trvl 
Jijyi iu.iiu.Lxiy i 


o 


n-butyl 


OH 


9-indnlvl 
z, ~iix\x\jxy x 


o 


n-butyl 


OH 


d - xxxxiyjxy x 


o 


n-butyl 


OH 


j— xxx\x\jxy x 


o 


n-butyl 


OH 


sj~xxx\x\jxy x 


o 


n-butyl 


OH 


S-hPTI 71TTlidfl7fllv1 
j ucutiiiiiimuiUiyi 


o 


n-butyl 


OH 


9-hpn 7f»fiirv1 


o 


n-butyl 


OH 


3-indazolvl 


0 


n-butyl 


OH 


2-benzoxazolyl 


0 


n-butyl 


OH 


4-fluoro- 1 -naohthvl 


0 


n-butyl 


OH 


5-chloro-2-thienyl 


o 


n-butyl 


OH 


4-methyl- 1 -naphthyl 


0 


n-butyl 


OH 


1 -methyl-2-pyrroly 1 


0 


n-butyl 


OH 


2 -methyl- 3-furyl 


0 


n-butyl 


OH 


5-methyl-2-thienyl 


0 


n-butyl 


OH 


4-methyl-5-imidazolyl 


0 


n-butyl 


OH 


l-methyl-3-indolyl 


0 


n-butyl 


OH 


2-methoxy- 1 -naphtbyl 


0 


n-butyl 


OH 


3-methoxy-2 -naphthyl 


0 


n-butyl 


OH 


6-ethoxy-2-naphthyl 


0 


ri-butyl 


OH 


5-methoxy-3 -indoly 1 


0 


n-butyl 


OH 


1 ,4-dimethoxy~2 -naphthyl 


0 


n-butyl 


OH 


5,6-dimethoxy-2-indolyl 


0 


n-butyl 


OH 


5-methoxy-l -methyl-2-indoly 1 



94 



WO 02/085905 



PCT/JP02/03727 



x 


R l 


R 2 


Y 


o 


n-butyl 


OCOOMe 


1 -nanhthvl 


o 


n-butyl 


OCOOMe 


5 -n AiVh tb v 1 


o 


n.Kntvl 


OCOOMe 

V/vvvlViC 


z.-jjyiruiyi 


o 


n»hiit\/1 • 


OCOOMe 


j-pyrroijri 


o 


n-Duiyi 


orooMV* 


z.-iuryi 


n 

w 


n~ Duty i 


OPOOA/Tp 


3_fnrv1 

j-ruryi 


n 


n-Duiyi 




z-mienyi 




ii" Diiiy i 


OPOOA/fp 


j-inienyi 




ii- Duly 1 




j-pyrazoiyi 




n-ouiyi 




4-pyrazoiyi 


rv 


n-Duiyi 


ULUUMc 


z-imiaozoiyx 


rw 


n-DUiyi 




H-imiaazoiyi 




n-Duiyi 


nrnniup 
vjv^vJL/ivie 


z-oxazoiyi 


w 


n-DUiyi 


PlPnfMV/To 

utuuMe 


4-oxazolyl 




n-DUiyi 




j-oxazoiyi 


n . 


n-ouiyi 




2-thiazolyl 


r\ 
V 


n-butyl 


r*pr>rnv>fo 

UL/UUiYie 


4-thiazolyl 


r\ 


n-butyl 


vju\juivie 


5-thiazolyl 


n 


n-Duiyi 




2 -pyrimi diny 1 


n 
u 


ii" Duly i 


uuwuivie 


4-pyrimidinyl 




n-Duiyi 


UL/UUMe 


5 -pyrimi diny 1 


r\ 


n-Duiyi 


UL/UUivie 


z-inaoiyi 


n 


n-Duiyi 


nPOniV/fo 


j-inaoiyi 


\j 


n-DUiyi 




j-inaoiyi 




n-ouiyi 


uuumvie 


6-indolyl 




ii" Duly i 


uv^uuivie 


5-benzimidazolyl 




n-DUiyi 


OPOOA/Tr 

vjuuvjivie 


x - Denzo iury i 




n-Duiyi 




3-indazolyl 


o 


u-Duiyi 




z-Denzoxazoiyi 


o 


u-umyi 


OPOOMp 


*f-iiuoro- j. -napiiuiyi 


o 


u-uuiyi 


OPOOMe 


^-cuiuru**z-uiicuyj 


o 


n-hntvl 


OCOOMe 


*t— JLUC my 1- 1 "llaLJiiLUjr 1 


o 


n-V>utvl 

U'UUljfl 


OPOOMe 


i -nic Luy i-Zr-pyrruiy i 


o 




OPOOMe 


9-tn ptTivl-^ «fi irvl 


o 


n-butyl 


OCOOMe 


^-m ptfivl-^-tliipTivl 


0 


n-butyl 


OCOOMe 


4-methy 1-5 -imidazoly 1 




n-butyl 


OCOOMe 


l-methyl-3-indolyl 


0 


n-butyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


0 


n-butyl 


OCOOMe 


3 -methoxy-2-naphthy 1 


0 


n-butyl 


OCOOMe 


6-ethoxy-2-naphthyl 


0 


n-butyl 


OCOOMe 


5-methoxy-3-indolyl 


0 


n-butyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


0 


n-butyl 


OCOOMe 


5 , 6-dimethoxy-2-indolyl 


0 


n-butyl 


OCOOMe 


5-methoxy-l -methyl-2-indolyl 



95 



WO 02/085905 



PCT/JP02/03727 



X 




Jlv 


Y 
i 


o 


n««Vnitvl 

U UUljrl 


OCOOEt 


1 -•nfl'nhfhvl 
i uupniiijr i 


n 


ii-uuiyi 


ornoFt 


Z. -H ap liliiy A 


n 


n-uuiyi 




z-pyiTuiyi 


n 


ii" Duiy i 




j-pyrroiyi 




n-ouiyi 




z-iuiyi 




n-Duiyi 




j-iuryi 


u 


n-Duryi 




z-inienyi 


r\ 

u 


n-ouiyi 




j-inienyi 


U 


n-Duiyi 




3-pyrazolyl 


r\ 
\J 


n-DUTyi 


\J\,\J\JE>Z 


4-pyrazolyl 


r\ 
U 


n-butyl 




2-imidazolyl 


r\ 
U 


n-ouiyi 


p\pp\OT7f 


4- imidazo ly 1 


r\ 


n-butyl 




2-oxazolyl 


r\ 
U 


n-butyl 




4-oxazolyl 


Pi 


n-butyl 




5-oxazolyI 


r\ 
U 


n-Dutyi 




2-thiazolyl 


r\ 
U 


n-butyl 




4-thiazolyl 


V 


n-butyl 




5-thiazolyl 


r\ 
U 


n-butyl 




2 -py rimidiny 1 




n-Dutyi 


Plpip\fY|?+ 


4 -pyriinidiny 1 


U 


n- butyl 


UCUUbt 


5-pyrimidinyl 


r\ 
U 


n-ouiyi 




2-inaolyl 


U 


n-butyl 




3-inaolyl 


pi 


n-butyl 


p|pipiPkT7+ 


D-inaoiyi 


n 
U 


n-butyl 


p\f~»/~\ptU+ 


o-inaoiyi 


n 


n-Duiyi 


pi/-ip»0"Cf 


5 -b enzim id azo ly 1 


. \J 


n-DUtyi 


p|Pipkr\T?A 


2-benzofuryl 


n 


n-ouxyi 




j-inaazoiyi 


n 


u-Duiyi 




Z- u CXI Z O /Ca zo ly 1 


\j 






*f-r luui it- 1 -uapnmyi 




u-u uiy i 




j-luiui u-A-itueny i 


o 


n-butyl 


OmoFt 


** LUG Uljr 1" 1 -liapilUllJ 1 


o 


n-butyl 




1 «mpt1ivl»-^«n\rrrnlvl 
i— lULCHij'i x-— pyii uiyi 


n 


n-butyl 


ornoFt 


Z> lUdlljrl— «?— luiyi 




n-butyl 




S -m pfh vl -9 -th i pnvl 
j — iiicuijfi *«— uiicujri 


0 


n-butyl 


OCOOEt 


4 -me thy 1-5 - imi dazoly 1 


0 


n-butyl 


OCOOEt 


l-methyl-3-indolyl 


0 


n-butyl 


OCOOEt 


2-methoxy- 1 -naphthy 1 


0 


n-butyl 


OCOOEt 


3 -methoxy-2-naphthy 1 


0 


n-butyl 


OCOOEt 


6-ethoxy-2-naphthyl 


0 


n-butyl 


OCOOEt 


5-methoxy-3-indolyl 


0 


n-butyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthyl 


0 


n-butyl 


OCOOEt 


5 ,6-dimethoxy-2-indoly 1 


0 


n-butyl 


OCOOEt 


5-methoxy- l-methyl-2-indolyl 



96 



WO 02/085905 PCT/JP02/03727 



X 




R 2 


Y 


! o 


U"p011LJf X 


OH 


1 -nanVifhvl 
x xxtxijxx lxxj x 


o 


n-npirfvl 
il-pciiijr 1 


oh 


9 -n arVh tVi vl 
^-iiapuuiyi 


o 


Jl-pcilljri 




^-pyxxojyj 


n 


D-peniyi 


OR 


0 i rr*f\1 v# 1 

j-yyTxOxyx 


1 n 
- \j 


n-peniyi 


Url 


z-iuryi 


o 
u 


n-peniyi 


Url 


j-xuTyx 


U 


n-pentyl 


Uri 


z-inienyi 


o 
u 


n-pentyl 


Url 


,3-tnienyi 


U 


n-pentyl 


UH 


3-pyrazolyl 


U 


n-pentyl 


nu 
Url 


4-pyrazolyl 


U 


n-pentyl 


our 
Url 


z-imidazolyl 


u 


n-pentyl 


Url 


4-imidazolyl 


u 


n-pentyl 


nrj 

Url 


2-oxazolyl 


u 


n-pentyl 


Url 


4-oxazolyl 


i o 
U 


n-pentyl 


our 
Url 


5-oxazoIyl 


'■■ o 
U 


n-pentyl 


our 
Url 


z-unazolyl 


U 


n-pentyl 


UH 


4-tniazolyl 


U 


n-pentyl 


Url 


5-tniazolyl 


U 


n-peniyi 


Url 


2-pyrimidinyl 


U 


n-pentyl 


AIT 

Url 


4-pyrimidinyl 


U 


n-pentyl 


Url 


5-pyrimidinyl 


U 


n-pentyl 


OUT 

UH 


2~indolyl 


U 


n-pentyl 


Url 


3-indolyl 


U 


n-pentyl 


UH 


5-indolyl 


u 


n-pentyl 


OTJ 

UH 


o-inaolyi 


U 


n-pentyl 


our 
UH 


5-benzimidazolyl 


u 


n-pentyl 


our 
UH 


2-benzofiiryl 


U 


n-peniyi 


our 
Uil 


3-indazolyl 


o 


n-peniyi 


Url 


2-benzoxazolyl 


n 




UJtl 


*f-iiuoro- 1 -napnxnyi 


O 


■n—nPTTfA/l 
11 -pell l J' 1 


un 


o -cmoro-z -mi eny i 


o 

V/ 


n-npntvl 

11 UCIllJf 1 


nu 

\Jxx 


*f-meinyi- x -napnuiy i 


o 


n-TiPTitvl 


OH 


x -incLiiy i-z-p y rru xy i 


o 


n-nentvl 

11 JL/wll IJf 1 


OH 

KsXX 




o 


n-nentvl 


OH 




0 


n-pentyl 


OH 


4-methy 1- 5 -imidazo ly 1 


0 


n-pentyl 


OH 


l-methyl-3-indolyl 


0 


n-pentyl 


OH 


2-methoxy- 1 -naphthy 1 


0 


n-pentyl 


OH 


3-methoxy-2-naphthyl 


o 


n-pentyl 


OH 


6-ethoxy-2-naphthyl 


0 


n-pentyl 


OH 


5-methoxy-3-indolyI 


0 


n-pentyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


0 


n-pentyl 


OH 


5,6-dimethoxy-2-indolyl 


0 


n-pentyl 


OH 


5-methoxy- 1 -methyl-2-indolyl 



97 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


o 


n-nentvl 


OCOOMe 


1 ••TifiTirit'hvl 
i iiayiiiny x 


o 


n-Dentvl 


OCOOMe 

V NX NX VlTlv 


5-Tiflnhthvl 

— » lldL/HLliy J 


o 


n-nentvl 


OCOOMe 

vx w vx it* w 


9 -irvrrn 1 v/1 
x»-pyn uiyi 


o 


n-nentvl 


OCOOMe 

NX \— r \/ V/ 1 VA w 


j-pyiruiyi 


o 


n-ripntvl 


OPOOMp 


z-iuryi 




n-npntvl 
11 LJOllljrl 


OPOOMp 


j-ruryi 


o 


u-pcmyi 


OPOOMp 


z-mienyj 


o 


n-Tipntvl 
li pciliyi 


OPOOMp 


j-inienyi 


n 


n-pcniyi 


OPOOMp 


3-pyrazolyl 


n 


ll-pcniyi 


OPOOMp 

Nx^NxViVlG 


*f-p)Tazoiyi 


a 
\j 


ii-peniyi 


OPOOMp 


2-imidazolyl 


o 


ii-pcntyi 


OPOOMp 


4-imidazolyl 


n 


ii-p©niyi 


OPOOMp 


2-oxazoIyI 


\ o 


n.npnfvl 
ii pcinyi 


OPOOMp 


4-oxazolyl 




u-pcmyi 


OPOOMp 


5-oxazolyl 


! n 


n-peniyi 


opnmv/ffk 
uu-vJL/ivie 


z-tmazoiyi 


i o 


n-peniyi 


OPOOM*» 


4-th.iazolyl 


o 

w 


ii-pciiiyi 


OPOOMp 


5-thiazolyl 


o 


n-poniyi 


OPOOMp 


2-pyrimidinyl 


n 


n-peniyi 


UvxvvUJVie 


4-pyrimidinyl 




n»peniyi 




5-pyrimidinyl 




ii-peniyi 


OPOOMp 


_;-maoiyi 




n-peniyi 


OPOOMp 


j-inaoiyi 


o 


n-peiiTyi 


NxLAjujvie 


j-maoiyi 


n 


n-peiiiyi 


OfOfYli/Tp 

wL^LJvJivie 


6-indolyl 




ii"pciiiyi 


OPOOMp 


5-benzinudazolyl 


o 


ju.~pciii.yi 


OPOOMp 


z-oenzoiuryi 


o 


n-Ttpntvl 


OPOOMp 


j-maazoiyj 


o 


Tl-TlPTltvl 

li pciiiyi 


OPOOMp 


z-uenzoxazoiyi 


o 


n-nentvl 
ii ij^xxvy x 


OPOOMp 


*t-ijuuro- 1 -impiiuiyj. 


o 


n-nentvl 


OCOOMe 

v Vx VX VxlYl C 




o 


n-nentvl 


OCOOMe 

Vx Vx Vx Vx 1 Yl G 


/l_m ptlrvl- 1 - nnnhtTivl 
— r— luciuy i i iiapiiiiiyi 


o 


n-nentvl 


OPOOMe 
vx v-» vx vxiylc 


1 — mptlivl— nvrrnlvl 
i~ixiciiiyi--« pynuiyi 


o 


n-nentvl 


OCOOMe 

V/ V^ Vx VX 1 VI v 


9-mptlrvl -"fiirvl 
— 111 C UJ j X - ' 1 Ul jr 1 


o 


n-nentvl 

AA L/ WAX t J A 


OCOOMe 

VX w V-/ VxlVlG 


*_mp+V»vI-9-t ri i pnvl 
j uiviiiy i ---- mioiiy i 


0 


n-pentyl 


OCOOMe 


4-methyl-5-imidazolyl 


0 


n-pentyl 


OCOOMe 


l-methyl-3-indoIyl 


0 


n-pentyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


0 


n-pentyl 


OCOOMe 


3-methoxy-2-naphthyl 


0 


n-pentyl 


OCOOMe 


6-ethoxy-2 -naphthyl 


0 


n-pentyl 


OCOOMe 


5-methoxy-3-indolyl 


0 


n-pentyl 


OCOOMe 


1 9 4-dimethoxy-2-naphthyl 


0 


n-pentyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


0 n-pentyl 


OCOOMe 


5-methoxy-l -methyl-2-indolyl 



98 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


Y 


o 


n-pentyl 


OCOOEt 


1-nanhthvl 


o 


n-nentvl 


OCOOEt 


2-nanhthvl 

x. iiapiiuijr A 


o 


n-nentvl 


OCOOEt 


2-nvrrnlvl 


o 


n-nentvl 


OCOOEt 


*3 -Tivrrrkl vl 

J pjfll Uljr 1 


o 


n-nentvl 


OCOOEt 


9-fnrvl 


o 


Tl-TIPTltvl 
11— pEllLjr I 


oroopt 


j-iuryi 


o 


Tl— TlPTlt\/1 


OPOOPt 


0 -.t Vi i on * »1 

z-uiionyi 


o 


ll-poiiigri 


opoopt 


j -imcny i 


n 


n-peiHyi 


opoopt 


j-pyrazoiyi 


o 


11 pClltjrl 


OPOOPt 


*f-pyrazoiyi i 


o 




OPOOPt 


z-imiaazoiy i 


o 


n -•npntvl 

11-pGilLjrl 


OPOOPt 


t-lITLi UaZO iy 1 


! o 


Tl— npntvl 

ii-pciiLyi 


OPOOPt 


Z-OXaZOiyi 




n-pcntyi 


OPOOPt 

l_/^_/V_J Will 


*T-0XaZ0iyi 


n 


ii-pciiLy i 


OPOOPt 


j-oxazoiyi 


o 


n-pomyi 


OPOOPt 


2-thiazolyl 




n-pcniyi 


OPOOPt 


h— miazoiyi 




u-pemyi 


OPOOPt 


5-thiazolyl 




u-pcntyi 


OPOOPt 


z-pyrinnainyi - 




n _n on ft 

n-peniyi 




4-pyrimidinyl 


o 


n-peniyi 


opnopt 


5 -pyrimi dinyl 




n-peniyi 




z-inuoiyi 




n-pciiiyi 


opnopt 


j-inaoiyi 


n 


n — nPTi tv/1 

n-pcmyi 


OPOOPt 


5-indolyI 


o 


n— npntvl 
ii pen tyi 


OPOOPt 


o-inaoiyi 


o 


n -npntvl 

U pClltj'l 


OPOOPt 


j - Denziniiaazo iy i 


o 

*>✓ 


n -npntvl 
11 ptll I jrl 


OPOOPt 


z-Dcnzoiuryi 


o 


n-npntvl 

11 pClll-jr 1 


OPOOPt 


a -in Utizuiyi 


o 


n-nentvl 

U pwlltjr 1 


OPOOPt ! 


z-ucnzuAazoiyi 


o 


n-nentvl 


OPOOPt 


t-HUUi U" l -iiapniiiji 


o 


n-nentvl 


OCOOFt 


•J-UliJAJl *" till C/ 11 Jrl 


o 


n-nentvl 

ii uviiir i 


OCOOFt 


4-mptVivl- 1 -nnnfitHvl 
*t mc tiijr i i M uau jll tu y l 


o 


n-nentvl 


OCOOEt 

Wvvvul 


1 -TTiptrivl-9-nvTTnlvl 

1 — UIwLUjr 1 £r -pjflltlljri 


o 


n-nentvl 


OCOOEt 


A" lllCtlljrl •? lUljrl 


o 


n-nentvl 


OCOOEt 


^ -m pth vi -2-th i en vl 

■J JllwUljri X» Ullwlljrl 


0 


n-pentyl 


OCOOEt 


4-methyl-5-imidazolyl 


0 


n-pentyl 


OCOOEt 


l-methyl-3-indolyl 


0 


n-pentyl 


OCOOEt- 


2-methoxy- 1 -naphthy 1 


0 


n-pentyl 


OCOOEt 


3 -uiethoxy-2-naphthy 1 


o 


n-pentyl 


OCOOEt 


6-ethoxy-2-naphthyl 


0 


n-pentyl 


OCOOEt 


5-metboxy-3-indolyl 


0 


n-pentyl 


OCOOEt 


l,4-dimethoxy-2-naphthyl 


0 


n-pentyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


0 


n-pentyl 


OCOOEt 


5-methoxy- 1 -methyl-2-indoIy 1 



99 



WO 02/085905 



PCT/JP02/03727 



x 


R 1 


R 2 


Y 
i 


s 


nronvl 


OH 


1 •Tinnlit ri\/l 


s 


nmnvl 
propyl 


OR 


T _n onh t rv\/l 
Z-UdpilLIiyi 


s 


nrnnvl 
propyl 


OR 


z-pyrxoiyi 


c 

o 


propyl 


vjri 


j-pyrroryi 


c 
o 


propyl 




z-mryi 


c 
o 


propyl 


DJJ 
yJri 


j-ruryi 


o 


propyl 


Url 


O +1-1 i 1»1 

z-unenyi 


c 
o 


propyl 


ATT 

Url 


3 Gianni 

o-tnienyi 


c 

o 


propyl 


Un 


3-pyrazolyl 


o 

D 


propyl 


ATT 

Url 


4-pyrazolyl 


c 
o 


propyl 


nU 

Url 


2-imidazolyl 


c 
o 


propyl 


nu 
Url 


4-imidazolyl 


Q 

o 


propyl 


nu 
Url 


2-oxazolyl 


Q 


propyl 


nu 
Url 


4-oxazolyl 


Q 


propyl 


nu 
Url 


5-oxazolyl 


O 


propyl 


nu 
Url 


z-tniazolyl 


o 

D 


propyl 


nu 
Url 


4-tniazolyl 


O 


propyl 


nu 
Url 


j-tniazoryi 


c 
o 


propyl 


nu 
Url 


2-pyrimidinyl 


Q 

o 


propyl 


OH 


4-pyrimidinyl 


c 
o 


propyl 


ATT 

UJrl 


5-pyrimidinyl 


c 
o 


propyl 


nu 
OH 


2-indolyl 


o 
o 


propyl 


ATT 

OH 


3-indolyl 


Q 

o 


propyl 


ATT 

UH 


5-indolyl 


c 


propyl 


nu 
Url 


o-inaolyl 


C 

o 


propyl 


nu 
Url 


5-benzimidazolyl 


c 
o 


propyl 


nu 
Url 


2-benzofuryl 


c 
o 


propyl 


nu 
Url 


J-maazoiyi 


o 
o 


propyl 


nu 
Url 


2-b enzoxazoly 1 


c 
o 


nrnmrl 

propyl 


nu 

Utl 


yi fill 1 'MAV^n^n^fl i 

*r-iiuoro- 1 -napBiny i 


s 


nrnnvl 
pxupjrl 


nu 
wn 


j - cmoro-z -mi eny i 




nmnvl 
yi upyi 


un 


*+-nitJLiiyi~ i -napmriy i 


s 


nmnvl 


OR 


i~rnctnyi-z~pyriuiyi 


s 


propyl 


OR 


9 _tti p t ri vl _ 3 -fi i rvl 

z-mBinyi- J x ux y i 


s 


nmnvl 


OR 


^ _m <»tll 1/1 _0 — T"h 1 PT1 V 1 

j ~rnciiiyi-z~ tiiiciiy i 


s 


propyl 


OH 


4-methyl-5-iinidazolyl 


s 


propyl 


OH 


l-methyl-3-indolyl 


s 


propyl 


OH 


2-methoxy- 1 -naphthyl 


s 


propyl 


OH 


3-methoxy-2-naphtriyl 


s 


propyl 


OH 


6-ethoxy-2 -naphthyl 


s 


propyl 


OH 


5-methoxy-3-indolyl 


s 


propyl 


OH 


1 ,4-dimethoxy -2~naphthy 1 


s 


propyl 


°H i 


5,6-dimethoxy-2-indolyl 


s 


propyl 


OH 


5~methoxy-l-methyl-2-indolyl 



100 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


c 




OCOOMe 


1 -nanhthvl 

A, UH L/ u my 1 


c 
o 


prupyi 


OCOOMe 


2-Tianhthvl 

Z> JU.U jjll LAljr 1 


o 
o 


propyl 


\J W WW I VIC 


z.-pviiuiyi 


Q 


propyl 


W^WWiVIC 


j-pyiruiyi 


C 
O 


propyl 


WWWWlVlC 


9-fiirvl 
z-iuryi 


Q 


propyl 


WwWWlYiC 


1-fnrvl 


Q 
O 


propyl 


uLuuivie 


z-unenyi 


! c 
o 


propyl 




j -mieny l 


o 
o 


propyl 


ULUUMe 


j-pyrazoiyi 


c 

o 


propyl 


ULUUMe 


4-p}ToZ0iyi 


c 
o 


propyl 


ULUUMe 


z-irniaazoiyi 


Q 

o 


propyl 


ULUUMe 


H-imiuazoiyi 


Q 

o 


propyl 




Z-OXaZOiyi 


o 
b 


propyl 


ULUUMe 


4-oxazoiyi 


o 
O 


propyl 


ULUUMc 


j-oxazoiyi 




propyl 


ULUUMe 


2-thiazolyl 


c 
o 


propyl 


ULUUMe 


4-thiazolyl 


o 
o 


propyl 


ULUUMe 


5-thiazolyl j 


o 


propyl 


ULUUMe 


2-pyrimidinyl 


o 

o 


propyl 


ULUUMe 


*f -pyrim lainy i 


o 
o 


propyl 


ULUUMe 


5-pyrinudinyl 


Q 

o 


propyl 


ULUUMe 


z-inooiyi 


c 


propyl 


ULUUMe 


j-inaoiyi 


c 
o 


propyl 


ULUUMe 


j-inaoiyi 


i Q 


propyl 


ULUUMe 


o-inaoiyi 


c 


propyl 


ULUUMe 


j-DcnziraiQaZoiyi 


c 


propyj 


ULUUMe 


Denzorury l 


Q 


propyl 


ULUUMe 


j-inaazoiyi 


O 


propyl 


ULUUMe 


z - oenzoxazoiy i 


c 
o 


prupyi 


WWWVJJLVlc 


*T"iiuoro- 1 -uapnuiyi 


c 
o 


propyl 


UUUU 1Y1 c 


j Liiiui u**z.~u±ioiiy i 


<3 


pi upyi 


nrnniup 


*+-ujciujri" i -u a u u luyi 


c 


nvnnvl 
yi \jyjyi 


nrnnM> 

ULil/L/lrlv 


i in c m v i ^ py * * fiy x 


s 


nrnnvl 
pi vpyi 




7-mpthvl-^-fiirvl 
iiiciiij' i j jLiu yi 


s 




OCOOMe 




s 


propyl 


OCOOMe 


4-methy 1- 5 -imidazoly 1 


s 


propyl 


OCOOMe 


l-methyl-3-indolyl 


s 


propyl 


OCOOMe 


2-methoxy-l -naphthyl 


s 


propyl 


OCOOMe 


3-methoxy-2-naphthyl 


s 


propyl 


OCOOMe 


6-ethoxy-2-naphthyl 


s 


propyl 


OCOOMe 


5-methoxy-3 -indolyl 


s ' 


propyl 


OCOOMe 


1 ,4-dimethoxy-2-naphtbyl 


s 


propyl 


OCOOMe 


5,6-dimethoxy-2 -indolyl 


s 


propyl 


OCOOMe 


5-methoxy-l-methyl-2-indolyl 



101 



WO 02/085905 



PCT/JP02/03727 



Y 
yv 


IV 


JV 


V 

i 


c 
o 


prupyi 




l •napniny i 


Q 


prupyi 




z-napntnyi 


c 


propyl 




z-pyrroiyi 




propyl 




3-pyrrolyl 


Q 

o 


propyl 




z-ruryl 


o 


propyl 




j-turyl 


o 


propyl 


OCOOEt 


2-thienyl 


o 


propyl 


OCOOEt 


3-thienyl 


o 

b 


propyl 


OCOOEt 


3-pyrazolyl 


s 


propyl 


OCOOEt 


4-pyrazolyl 


s 


propyl 


OCOOEt 


2-imidazolyl 


o 


propyl 


OCOOEt 


4-imidazolyl 


o 

b 


propyl 


ULUUct 


2-oxazoIyl 


s 


propyl 


OCOOEt 


4-oxazolyl 


s 


propyl 


OCOOEt 


5-oxazolyl 


S 


propyl 


f~i r\ r\ t? i- 

OCOOEt 


2-tniazolyl 


s 


propyl 


OCOOEt 


4-tluazolyl 


s 


propyl 


OCOOEt 


5-thiazolyl 


s 


propyl 


OCOOEt 


2-pyrimidmyl 


o 


propyl 


OCOOEt 


4-pyrimidinyI 


S 


propyl 


OCOOEt 


5-pyrimidinyl 


s 


propyl 


OCOOEt 


2-indclyl 


S 


propyl 


OCOOEt 


3-indolyl 


o 


propyl 


OCOOEt 


5-inaolyl 


c 

s 


propyl 


OCOOEt 


6-inaolyl 


o 
o 


propyl 


OCOOEt 


5-benzimidazolyl 


o 
o 


propyl 


OCOOEt 


2-oenzoturyl 


o 
o 


propyl 


OCOOEt 


3-indazolyl 


c 


propyl 


OCOOEt 


2-benzoxazolyl 


c 
□ 


propyl 


OCOOEt 


4-fluoro-l -naphthyl 


c 
o 


propyl 


L/v>UUlit 


D-cnioro-z-iiiienyi 


o 


propyl 




H-nicLxiy i- 1 -napniny i 


Q 


propyl 




i -mciflyi-z-pyiTOiyi 


c 


prupyi 




z "luc Lny i j- i ury l 


Q 


propyl 




j-mc my i-z. - mieny x 


s 




OCOOEt 


4-methvl-5 -imi dazolvl 


S 


propyl 


OCOOEt 


l-methyl-3-indolyl 


s 


propyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


s 


propyl 


OCOOEt 


3 -methoxy-2 -naphthyl 


s 


propyl 


OCOOEt 


6-ethoxy-2-naphthyl j 


s 


propyl 


OCOOEt 


5-methoxy-3-indolyl 


s 


propyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthy 1 


s 


propyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


s 


propyl 


OCOOEt 


5-methoxy-l-methyl-2-indolyl 



102 



WO 02/085905 



PCT/JP02/03727 



X 


R ! 


R 2 


Y 


s 


n-butyl 


OH 


1-naphthyl 


s 


n-butyl 


OH 


2-naphthyl 


s 


n-butyl 


OH 


2-Dvrrolvl 

mm mfJ * * v m j A 


s 


n-butyl 


OH 


3-DVlTOlvl 


s 


n-butyl 


OH 


2-faryl 


s 


n-butyl 


OH 


3-furyl 


s 


n-butyl 


OH 


2-thienvl 


s 


n-butyl 


OH 


3-thienvI 


s 


n-butyl 


OH 


3-TYVTflTi"liVl 
— ' xjyxauusjxyx 


s 


n-butyl 


OH 


4-nvra tlti 1 vl 


s 


n-butyl 


OH 


*- \\k\X\AvUU\Jxj 1 


s 


n-butyl 


OH 


4-imidazolvl 

■ XXXXXXMVUUVXy X 


s 


n-butyl 


OH 


2«-<V5fa7Xl1v1 


s 


n-butyl 


OH 




s 


n-butyl 


OH 


*5 m rtYfl Tf\ 1 vl 

j - u ajbi£aji y x 


s 


n-butyl 


OH 


0 -th i a tj\ Ivl 

A — LUAfMA/IJr 1 


s 


n-butyl 


OH 


t— uum \ji y x 


s 


n-butyl 


OH 


«J - \Lxx€k£AJxy X 


s 


n-butyl 


OH 


— nvri m i Hi nvl 
x>— yj yx xxxxxxxxxxy x 


s 


n-butyl 


OH 


*t Pjr* UUlUJLliJf 1 


s 


n-butyl 


OH 


TYvrriTn i H i n\/1 
-/ y y i xxxxiKixxiy x 


s 


n-butyl 


OH 


9-inrlnlvl 
^ in u\j i y i 


s 


n-butyl 


OH 


J-illllllljrl 


s 


n-butyl 


OH 


in Hr\ 1"v1 
j — mill/ 1 jr x 


' s 


n-butyl 


OH 


fwitiHnl vl 


s 


n-butyl 


OH 


S-h^nTinriiHaynlvl 

»J— 1/wiJUUlUJlUClA llljr A 


s 


n-butyl 


OH 


2 -hen 7n frirvl 
uwiibviui y x 


s 


n-butyl 


OH 


*3-inda7nlvl 

J — XXX%lSL£*\JXy X 


s 


n-butyl 


OH 


2-ben7nxa7olv1 

a> u vIUiuaimiUI y x 


s 


n-butyl 


OH 


4-fIuoro-l -natDhthvl 


s 


n-butyl 


OH 


5 -chloro-2-thieny 1 


s 


n-butyl 


OH 


4 -methyl- 1 -naphthyl 


s 


n-butyl 


OH 


1 -methyl-2-pyrrolyl 


s 


n-butyl 


OH 


2-methy 1-3 -furyl 


s 


n-butyl 


OH 


5 -methy 1-2-thienyl 


s 


n-butyl 


OH 


4-methyI-5-imidazolyl 


s 


n-butyl 


OH 


l-methyl-3-indolyl 


s 


n-butyl 


OH 


2-methoxy- 1 -naphthyl 


s 


n-butyl 


OH 


3-methoxy-2-naphthyl 


s 


n-butyl 


OH 


6-ethoxy-2-naphthyl 


s 


n-butyl 


OH 


5-methoxy-3 -indolyl 


! s 


n-butyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


s 


n-butyl 


OH 


5,6-dimethoxy-2-indolyl 


s 


n-butyl 


OH 


5-methoxy-l -methyl-2 -indolyl 



103 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


s 


n-butyl 


OCOOMe . 


1 -naphthyl 


s 


n-butyl 


OCOOMe 


2-naphthyl 


s 


n-butyl 


OCOOMe 


2-pyrrolyl 


s 


n-butyl 


OCOOMe 


3-nviTolvl 


s 


n-butyl 


OCOOMe 


2-furyl 


s 


n-butyl 


OCOOMe 


3-furyl 


s 


n-butyl 


OCOOMe 


*~ till wijfl 


s 


n-butyl 


OCOOMe 

w vvwlf JlV 


— tVl T pn T7 1 
J tlliwlljr 1 


s 


n-butyl 


OCOOMe 


Q _nvrn 7n 1 vl 
yj 1 <k£Vljf 1 


s 


n-butyl 


OCOOMe 

XX XX XX XX IfXv 


4—nvrsi Tnl'vl 

r J ClZ<Uijf 1 


s 


n-butyl 


OCOOMe 




s 


n-butyl 


OCOOMe 




s 


n-butyl 


OCOOMe 

XX XX XX XX ITJLw 




s 


n-butyl 


OCOOMe 

XX XX XX XX 


4-mf n 7n1 vl 


s 


n-butyl 


OCOOMe 


•J-UAaZ.UJ.Jfl 


s 


n-butyl 


OCOOMe 

XX XXXX VX iTlv 




s 


n-butyl 


OCOOMe 


*t — ULLlaZiU 1 jr 1 


s 


n-butyl 


OCOOMe 


•J Li 1 1 ar.AJxy I 


s 


n-butyl 


OCOOMe 


^ — n vt*i m i A \ n \/ 1 
A pjrl lUllU.iIljf J 


j s 


n-butyl 


OCOOMe 


4— , nvi*i m i H in vl 
^ yjl AillJlUiljr 1 


s 


n-butyl 


OCOOMe 


«> JyjM lAlliUAUjfl 


s 


n-butyl 


OCOOMe 


A-JUUUvljf J. 


s 


n-butyl 


OCOOMe 


j — juuiu y i 


s 


n-butyl 


OCOOMe 


J — UlU \J 1 Jf 1 


s 


n-butyl 


OCOOMe 


U — IJULVJvljri 


s 


n-butyl 


OCOOMe 


5-ben7imida7olv1 


s 


n-butyl 


OCOOMe 

XX Xx XX XX l"iw 


utuiu i.u.1 y i 


s 


n-butyl 


OCOOMe 


^ -l n 7f* 1 vl 

J UIUOb U 1 Jf 1 


s 


n-butyl 


OCOOMe 


2-benzoxazolvl 


s 


n-butyl 


OCOOMe 


4-fluoro- 1 -naDhthvl 


s 


n-butyl 


OCOOMe 


5-chloro-2-thienyl 


s 


n-butyl 


OCOOMe 


4-methyl- 1 -naphthyl 


s 


n-butyl 


/. OCOOMe 


1 -methy 1-2-pyrrolyl 


s 


n-butyl 


OCOOMe 


2 -methyl- 3-furyl 


s 


n-butyl 


OCOOMe 


5 -methy 1-2-thieny 1 


s 


n-butyl 


OCOOMe 


4-methyl-5 -imidazolyl 


s 


n-butyl 


OCOOMe 


l-methyl-3-indolyl 


s 


n-butyl 


OCOOMe 


2-methoxy-l -naphthyl 


s 


n-butyl 


OCOOMe 


3-methoxy-2-naphthyl 


s 


n-butyl 


OCOOMe 


6-ethoxy-2-naphthyl 


s 


n-butyl 


OCOOMe 


5-methoxy-3 -indolyl 


s 


n-butyl 


OCOOMe 


1 ,4-diraethoxy-2 -naphthyl 


s 


n-butyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


s 


n-butyl 


OCOOMe 


5-methoxy- 1 -methy 1-Z-indoly 1 



104 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


s 


n-butyl 


OCOOEt 


1-naphthyl 


s 


n-butyl 


OCOOEt 


2-naphthyl 


s 


n-butyl 


OCOOEt 


2-pvrroIvl 


s 


n-butyl 


OCOOEt 


3-Dvrrolvl 


s 


n-butyl 


OCOOEt 


2-furyl 


s 


n-butyl 


OCOOEt 


3 -fury 1 


s 


n-butyl 


OCOOEt 


2-thienvl 


s 


n-butyl 


OCOOEt 


3-thienvl 


s 


n-butyl 


OCOOEt 


3 -ovra2o 1 vl 
«j ****** i j' j 


s 


n-butyl 


OCOOEt 


1 vl 


s 


n-butyl 


OCOOEt 


2-imida^nlvl 

«• UUI MOW IV A 


s 


n-butyl 


OCOOEt 


4-imidazolvl 

» mil uu^vj i. y a. 


s 


n-butyl 


OCOOEt 


2-oxazolvl 


s 


n-butyl 


OCOOEt 


4-oxazolvl 


s 


n-butyl 


OCOOEt 




s 


n-butyl 


OCOOEt 


2-thifl7nlvl 


s 


n-butyl 


OCOOEt 


4 -th i a 7n1 vl 


s 


n-butyl 


OCOOEt 


5-thiazolvl 


s 


n-butyl 


OCOOEt 


2-nvrimidinvl 


s 


n-butyl 


OCOOEt 


4-n vri mid i n vl 

~ jj j x xxixxxsixxy x 


s 


n-butyl 


OCOOEt 


^-n vri m i d i n vl 

J YfjXXXXXXKXXXXJ 1 


s 


n-butyl 


OCOOEt 


9-indnlvl 


s 


n-butyl 


OCOOEt 


3-indnlvl 


s 


n-butyl 


OCOOEt 


S-indnTvl 


s 


n-butyl 


OCOOEt 


6-iTidolvl 


s 


n-butyl ♦ 


OCOOEt 


5-benziinida7fil'v1 


s 


n-butyl 


OCOOEt 


2-benzo"fiirvl 

x» uvuiiw iui jr x 


s 


n-butyl 


OCOOEt 


3-indazolvl 


s 


n-butyl 


OCOOEt 


2-benzoxazolyl 


s 


n-butyl 


OCOOEt 


4-fluoro- 1 -naphthy 1 


s 


n-butyl 


OCOOEt 


5 -chloro-2 -thieny 1 


s 


n-butyl 


OCOOEt 


4-methy 1- 1 -naphthy 1 


s 


n-butyl 


OCOOEt 


l-methyl-2-pyrrolyl 


s 


n-butyl 


OCOOEt 


2-methyl-3-furyl 


s 


n-butyl 


OCOOEt 


5-methyl-2-thienyl 


s 


n-butyl 


OCOOEt 


4-methyl-5-imidazolyl 


s 


n-butyl 


OCOOEt 


l-methyl-3-indolyl 


s 


n-butyl | 


OCOOEt 


2-methoxy- 1 -naphthyl 


s 


n-butyl 


OCOOEt 


3 -methoxy-2-naphthyl 


s 


n-butyl 


OCOOEt 


6-ethoxy-2-naphthyl 


s 


n-butyl 


OCOOEt 


5-methoxy-3 -indolyl 


1 s 


n-butyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthyl 


s 


n-butyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


s 


n-butyl 


OCOOEt 


5-methoxy-l-methyl-2-indolyl 



105 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


s 


n-pentyl 


OH 


1-naphthyl 


s 


n-pentyl 


OH 


2-naphthyl 


s 


n-pentyl 


OH 


2-tVViTOlvl 


s 


n-pentyl 


OH 


3 -tYVlTolvl 


s 


n-t)entvl 

XI jJS/XXVJf X 


OH 


2-furyl 


s 


n-tientvl 

XX L/S/XXI>jr A 


OH 


3 -fury 1 


s 


ti-Tjentvl 

LI LJWllkjrl 


OH 


9-thipTivl 


s 


n-nentvl 


OH 


3-thienvl 

•J Ixliwlljr 1 


s 


Ti-rjentvl 

xx L/wiiiy i 


OH 


J LljrliXXiLI kj 1 


C 


XI LI vll lj 1 


OH 


4«nvr5i "znl vl 
** p J 1 tu&v 1 J 1 


s 


n-npntvl 

LI LlOlllyl 


OH 


9 -im i H si *7t\ 1 vl 

^-JUillUCLfeLllJrx 


s 


ti-Tientvl 

JUL LIWllLjrl 


OH 

VAX 


A-im i H si 7 aIv! 

*T— Jlxl 1 UOZiU 1 jr 1 


s 


TI-TlfiTltvl 
11 LJvilljrl 


OH 


i»"VAOZiUi jr 1 


c 
o 


n-npntvl 

LI LI Oil I J' 1 


OH 

vxl 


A-nvn vnlvl 
*t UAaz<uiyi 


G 
o 


fl-T^PTltvl 
11-LJOlIljf 1 


OH 

vl 1 


J -U AcL&Ol jr 1 


s 


fi-nPTitvl 

11 l/wllljr 1 


OH 


it — iLUaZtvi 1 y 1 


g 

o 


n-'nPTitvl 
ii UvUiy i 


OH 


<d - 1 H i si 7/1 1 vl 
*r " LU 1 tlZi v 1 jr 1 


c 


TI-'OPTlfvl 
11 LI will J* 1 


OH 

v/xx 


^ — t Vii n T r» 1 v 1 


s 


n-Tientvl 

11 — LJ&illjr L 


OH 


9-n'i/rim JHittvI 
Zi-Lljrl lxlxlwlxlxjr 1 


s 


n-nptitvl 

U LlOUtjr 1 


OH 


H-pyriiiiiULiiyi 


G 


n-npntvl 

11 LIC11 Ljr 1 


OH 


d -py riixxiiiuxy l 


G 


TI-TlPTltvl 
11 LI vll vy 1 


OH 




s 


Ti-npntvl 

11 LIGllljri 


OH 


3-inHrtlvl 


s 


n-nPTitvl 

11 V Oil L y 1 


OH 


J— UlUvlYl 


s 


TI-nPTltvl 
11 LJVlliyi 


OH 


0-lllU.L/iy 1 


s 


n-nentvl 
xi LSwxiijri 


OH 


-h pn 71 Tti i H a t rt 1 vl 

»/ - U CllXtlXlll UtLCUl 1 


s 


n-'DfiTltvl 

XI JJVllljfl 


OH 


9-KpTi7n'fiirvl 

u C JUZ.U 1 111 j 1 


s 


n-nentvl 

XX L/V111> Y 1 


OH 


j — ixiu az,\j i jr i 


s 


n-Dentvl 


OH 


9-hfin 7fi ysi 7nl vl 


s 


n-pentyl 


OH 


4-flnoTO-l -nanhthvl 

~ uuvi v x iiuuiiuiy x 


s 


n-pentyl 


OH 


5 -ch loro -2 -t h i en vl 

-* WXXA VA V *• IXXX vll Y X 


s 


n-pentyl 


OH 


4-methvl- 1 -naohthvl 

i XXXV 1X1 jr J X XXMX/XXLLXjr X 


s 


n-pentyl 


OH 


1 -me thvl-2-tjvrrol vl 

X XXXW IXXJr X A> L/YXXX/XTX 


s 


n-pentyl 


OH 


2-methvl-3 -furvl 

A> XXXW UXJr X — > X 111 Y A 


s 


n-pentvl 


OH 


5-methyl-2-thienyl 


s 


n-pentyl 


OH 


4-methyl-5 -imidazolyl 


s 


n-pentyl 


OH 


l-metbyl-3-indolyl 


s 


n-pentyl 


OH 


2-methoxy- 1 -naphthyl 


s 


n-pentyl 


OH 


3-methoxy-2-naphthyl | 


s 


n-pentyl 


OH 


6-ethoxy-2-naphthyl 


s 


n-pentyl 


OH 


5-methoxy-3-indolyl 


s 


n-pentyl 


OH 


1 ,4-dimethoxy-2-naphtxiyl 


s 


n-pentyl 


OH 


5,6-dimethoxy-2-indolyl 


s 


n-pentyl 


OH 


5-methoxy-l-methyl-2-indolyl 



106 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


| Y 


s 


n-pentyl 


OCOOMe 


1 -naphthyl 


s 


n-pentyl 


OCOOMe 


2-naphthyl 


s 


n-pentyl 


OCOOMe 


2-pyrrolyl 


s 


n-pentyl 


OCOOMe 


3-dyito1v1 


s 


n-pentyl 


OCOOMe 


2-furyl 


s 


n-nentvl 

XX IV WAX ft> T A 


OCOOMe 


3-fiiryl 


s 


n-nentvl 


OCOOMe 

XV XV XV XV XT A V 


2-thienvl 

*» WU1VXI T X 


c 


n-nentvl 


OCOOMe 

XV XV XV XV 1TJLV 


3-thienvl 


g 


n-nentvl 


OCOOMe 


3-nvrazolvl 

—J VJJXKXMMXJ X 


s 


n-nentvl 

XX L/WULV T X 


OCOOMe 

XV XV XV VA'IV 


4-pyrazolyl 


g 


n-nentvl 


OCOOMe 


2-imidazolyl 


g 


n-nentvl 

Ai LJwllljrl 


OCOOMe 


4-imidazolvl 


g 


n-nentvl 

11 Uwliljrl 


OCOOMe 


2-oxazolvl 


c 


n-nentvl 

11 L/vli L jr 1 


OCOOMe 


4-~oxa7olvl 


g 


n-nentvl 

11 LSWlAlJrA 


OCOOMe 

w W XV V/ITIV 


5-oxazolvl 


c 
o 


n-nentvl 


OCOOMe 


2-thiazolvl 


g 


n-nentvl 

1*— 1<J wlLj' 1 


OCOOMe 

XV XV w XV LTJLv 


4-ihiazolvl 


g 


n-nentvl 

JUL pwll L jr 1 


OCOOMe 


5-thiazolvl 


g 


n-nentvl 

xx yj bii l jr x 


OCOOMe 


2-nvrlmidinvl 


g 


n-nentvl 


OCOOMe 


4-nvrim i dinvl 

~ \fj* 11111 Villi J 1 


g 


n-nentvl 


OCOOMe 


S-nvrimi dinvl 

mJ J* Hill Villi J 1 


c 

o 


n-nentvl 

11 lywJU Ijr 1 


OCOOMe 


2-indolvl 

a> ill* \ \jxy x 


g 


n-nentvl 

li U wll IT 1 


OCOOMe 


3-iridolvl 

«_/ lUVIwlJ 1 


g 


n-nentvl 

11 JJdllJf 1 


OCOOMe 


S-tndolvl 


g 


n-nentvl 


OCOOMe 


6*-indo!vI 


g 


n-nentvl 


OCOOMe 


5 -b enzimi dazo 1 vl 

vmi/ii in i %m x>x/x t x 


s 


n-nentvl 

XX L/UJll J X 


OCOOMe 

XV XV XV vJl'lV 


2 -benzof iiry 1 


s 


n-nentvl 

XX L* VIA h T X 


OCOOMe 

XV XV XV 7 XVXTXiV* 


3-indazolyl 


s 


n-pentyl 


OCOOMe 


2-benzoxazolyl 


s 


n-pentyl 


OCOOMe 


4-fluoro- 1 -naphthyl 


s 


n-pentyl 


OCOOMe 


5-chloro-2-thienyl 


s 


n-oentyl 


OCOOMe 


4-methyl- 1 -naphthyl 


s 


n-pentyl 


OCOOMe 


1 -methy 1-2-pyrroly 1 


s 


n-pentyl 


OCOOMe 


2-methyl-3-furyl 


s 


n-pentyl 


OCOOMe 


5-methyl-2-thienyl 


s 


n-pentyl 


OCOOMe 


4-methyl-5-imidazolyl 


s 


n-pentyl 


OCOOMe 


1 -methyl-3 -indoly 1 


s 


n-pentyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


s 


n-pentyl 


OCOOMe 


3 -methoxy-2 -naphthyl 


s 


n-pentyl 


OCOOMe 


6-ethoxy-2-naphthyl 


s 


n-pentyl 


OCOOMe 


5 -methoxy-3 -indoly 1 


s 


n-pentyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


s 


n-pentyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


s 


n-pentyl 


OCOOMe 


5-methoxy-l -methyl-2-indolyl 



107 



WO 02/085905 



PCT/JP02/03727 



X 


R J 


R 2 


Y 


s 


n-pentyl 


OCOOEt 


1 -naphthyl 


s 


n-pentyl 


OCOOEt 


2-naphthyl 


s 


n-pentyl 


OCOOEt 


2-pyrrolyl 


s 


n-pentyl 


OCOOEt 


3-pyrrolyl 


s 


n-pentyl 


OCOOEt 


2-furyl 


s 


n-pentyl 


OCOOEt 


3-furyl 


s 


n-pentyl 


OCOOEt 


2-thienyl 


s 


n-pentyl 


OCOOEt 


3-thienyl 


s 


n-pentyl 


OCOOEt 


3-pyrazolyl 


s 


n-pentyl 


OCOOEt 


4-pyrazolyl 


s 


n-pentyl 


OCOOEt 


2-imidazolyl 


s 


n-pentyl 


OCOOEt 


4-imidazolyl 


s 


n-pentyl 


OCOOEt 


2-oxazoiyl 


s 


n-pentyl 


1 OCOOEt 


4-oxazolyl 


s 


n-pentyl 


OCOOEt 


5-oxazolyl 


s 


n-pentyl 


OCOOEt 


2-thiazolyl 


s 


n-pentyl 


OCOOEt 


4-thiazolyl 


s 


n-pentyl 


OCOOEt 


5-thiazolyl 


s 


n-pentyl 


OCOOEt 


2-pyrimidinyl 


s 


n-pentyl 


OCOOEt 


4-pyrimidinyl 


s 


n-pentyl 


OCOOEt 


5-pyrimidinyl 


s 


n-pentyl 


OCOOEt 


2-indolyl 


s 


n-pentyl 


OCOOEt 


3-indolyl 


s 


n-pentyl 


OCOOEt 


5-indolyl 


s 


n-pentyl 


OCOOEt 


6-indolyl 


s 


n-pentyl 


OCOOEt 


5-benzimidazolyl 


s 


n-pentyl 


OCOOEt 


2-benzofiiryl 


s 


n-pentyl 


OCOOEt 


3-indazolyl 


s 


n-pentyl 


OCOOEt 


2-benzoxazolyl 


s 


n-pentyl 


OCOOEt 


4-fluoro-l-naphthyl 


s 


n-pentyl 


OCOOEt 


5-chloro-2-thienyl 


s 


n-pentyl 


OCOOEt 


4-methy 1- 1 -naphthy I 


s 


n-pentyl 


OCOOEt 


1 -methy 1-2-pyrrolyl 


s 


n-pentyl 


OCOOEt 


2-methy 1-3 -fury 1 


s 


n-pentyl 


OCOOEt 


5 -methy 1-2-thieny 1 


s 


n-pentyl 


OCOOEt 


4-methyl-5-imidazolyl 


s 


n-pentyl 


OCOOEt 


l-raethyl-3-indolyl 


s 


n-pentyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


s 


n-pentyl 


OCOOEt 


3-methoxy-2-naphthyl 


s 


n-pentyl 


OCOOEt 


6-ethoxy-2 -naphthyl 


s 


n-pentyl 


OCOOEt 


5-methoxy-3 -indolyl 


s 


n-pentyl 


OCOOEt 


1 ,4-dimethoxy-2 -naphthyl 


s 


n-pentyl 


OCOOEt 


5,6-dhnethoxy-2-indolyl 


s 


n-pentyl 


OCOOEt 


5-methoxy- 1 -methy 1-2-indolyl 



108 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


Y 


NH 


2-methoxyethyl 


OH 


1-naphthyl 


NH 


2-methoxyethyl 


OH 


2-naphthyl 


NH 


2-methoxyethyl 


OH 


2-Dvrrolvl 

7 A A V * T A 


NH 


2-methoxyethyl 


OH 


3-DVTTOlvl 
*j \j j x i w i jr i 


NH 


2- methoxve th vl 


OH 


2-furyl 


NH 


2-methoxvethvl 

X* UIVVUVA T w J *■ 


OH 


3-furyl 


NH 


^-■methoxvethvl 


OH 


2-thienvl 

<£> LAUvlAJT A 


NH 


2-met h nxveth vl 


OH 


3-thipnvl 

<J UAAwAA jr A 


NH 


2-m ethn xveth vl 

^ AUwlllV Ajr VLiljr 1 


OH 

VAA 




NH 


2-Tnethoxvethvl 

4* ill V U1U A Jr U 111 Y 1 


OH 


4-T> VTfl 7ol vl 
*T iy Jr 1 clZA/A Jr 1 


NH 

i. 1 A A 


9-methoYvethvl 


OH 

vi.1 


9-ITTliHjlTrtl'vl 
A> i llAlUCLZiU Ijr 1 


NH 


9-methoYvethvl 

Z» All V* UIU Ajr w 11AJT 1 


OH 


4-imi rlnynlvl 
*t -i iiuuiUiU a jr i 


NH 

HA A 


9-methoYvethvl 

a> UlvUlU "■J' will JT A 


OH 

V/A A 


9-OYn7nlvl 


NH 


2-methoxvethvl 

Z. Ill w 111 V A Jr w IAA Jr 1 


OH 

Vll 


"T V ACUA/A Jr 1 


NH 


9 -tti eth o wp th vl 

X> ""A11G LAI \J A Jr C UA J A 


OH 

vll 


^»rtYn7ftl vl 


NH 


9-m etHn Yvptfi vl 

Z> All v UAU Aj w UA jr 1 


OH 


9-th in*7rt I vl 
z> - iixioXiU 1 jr 1 


NH 

Ai 11 


^ -tti Pth nv vp th vl 

illOLAHJAjr GUI Y 1 


OH 

\SXJL 


*T-lAAldZiUljrl 


NH 


9-TTieth flYVPth vl 
X< lllx/ LAI \J/\j v 11 1 Jr I 


OH 

v/ll 


th i siTfil vl 
^-LAiiaZiUijr J 


NH 


2-m etho Yveth vl 


OH 


9-nvriiniHinvl 

A L/Jl AlAilUAXlJr A 


NH 

1~ A A 


9-TTieth n Yvpth vl 

£• AAl^UAUAJr OUlJr A 


OH 

WXA 


H-pjrl lAAJLlUlAl jr 1 


NH 

I^IA A 


9 -TO Pthfl YVPth vl 
£ "Aliw UIU A Jr C 111 Jr 1 


OH 


j-pj'i AixiiuiAiy i 


MU 

AA 


9 «tn ptVi a vvptlt vl 

X> AllvLAAVAJrCUlJrl 


OH 


9-inHnlvl 


NH 


9-niethfiYVpthvl 

a> luviuu **J ciAijr i 


OH 


J-lAlU.UlJrl 


NH 


9-methnYvpthvl 

x> AAlwLAAUAJr wUAjrA 


OH 

Ai 


^-Itl/lrtlvl 
-/-AAlUWIJrl 


• 


9-Tnpth o Yvpth vl 

x» aii^ UAvf Ajr & ill jr i 


OH 

Vll 


^>-inHnlvl 

1A11AU ij' i 


NH 


2-m e th o y vp thvl 

4* All w V Al V Ajr v 111 Jr A 


OH 


^-hpn TimiHn^rtlvl 

J L/CAAZ.AAliiUcl/tlJljrA 


NH 


2-methoYVpthvl 

^» UlwLAAVJAJr wUAJr A 


OH 


9-hpn7rtfiirvl 

— UClAZtVAUA Jr 1 


NH 


2-methoxvethvl 


OH 


^-indfi7nlvl 

J AAAUCl^VAJrA 


NH 


2-methoxvethvl 


OH 


2-heti7oxa7nlvl 


NH 


2-methoxvethvl 


OH 


4-fluoro-l -nanhthvl 

■ <LlUvi \J X AA LAl^Y X 


NH 


2-methoxyethyl 


OH 


5-chloro-2-thienyI 


NH 


2-methoxyethyl 


OH 


4-methvl - 1 -naDhthvl 


NH 


2-methoxyethyl 


OH 


1 -methvl-2-Dvrrolvl 


NH 


2-methoxyethyl 


OH 


2 -me thy 1-3 -fury 1 


NH 


2-methoxyethyl 


OH 


5-methyl-2-thienyl 


NH 


2-methoxyethyl 


OH 


4-methyl-5-imidazolyl 


NH 


2-methoxyethyl 


OH 


l-methyl-3-indolyl 


| NH 


2-methoxyethyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


2-methoxyethyl 


OH 


3-methoxy-2-naphthyl 


NH 


2-methoxyethyl 


OH 


6-ethoxy-2-naphthyl 


NH 


2-methoxyethyl 


OH 


5-methoxy-3-indolyl 


NH 


2-methoxyethyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


NH 


2-methoxyethyl 


OH 


5,6-dimethoxy-2-indoIyl 


NH 


2-methoxyethyl 


OH 


5-methoxy-l -methyl-2-indolyl 



109 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


NH 


3-methoxypropyl 


OH 


1 -naDnthvl 


KH 


3-methoxypropyl 


OH 


2-Tian'hthvl 

*» xiapixkiiyi 


NH 


3 -methoxypropy 1 


OH 


yf-nvrrnlvl 
p/ii uiv x 


NH 


3 -m e t h o xvorrvn vl 


OH 


j-pyxiuiyx 


NH 


3-meth oxvorot) vl 


OH 


— « xuxy x 


NH 


3 - m eth oxvo ro n vl 

•J UlvlUvAJF pi Upjr 1 


OH 

Uil 




NH 


3 -tn eth ownrnnvl 

J lUb LXIUAJT pi Up jr 1 


OH 

Uil 


9-fhiPnvl 


NH 


Q a m p+Vi rtYWrnnvl 
ill c lxj ua j* pi upyi 


OH 


1 *3 _+Vl 1 ATVlf 1 

j-uxiciiyi 


"MTI 
iNn 


'X „Tn pthft-rvrir'ftftvl 

J lllOUllUAj' pi upyx 


un 


j-pyrazoiyi 


NH 
xnxi 


3 -in p tfi rtwnrnnv 1 

.J-lXltlllUAj'piUpy 1 


OH 
un 


.*f-pyrnxo lyi 


liii 


Q _tn ptli rxwnr nnvl 

J "111 v IX 1U A Jr pi Upy 1 


OH 

UJ1 


z-iiniuazoiyi 


"NTH 


^ ii ic uiuAj' pi upy i 


OH 

UXl 


H'-xxniu.azoiyi 


NH 

in n 


"X^m ptVirwvnrnnvl 

J UlC LlXUAj' p J Up jr 1 


OH 
un 


Z-OXaZOiyi 


NH 


T. _rn ptfi fiYVnrnnvl 

J ill v LllUAJr pi Upjr i 


OH 

Un 


*t"U \aZAJ ly 1 


NH 


3-mptlicYirVTYrnTwl 

J iilOLUUAJ'pi Up Jr 1 


OH 

Uil 


J **U AdiOxy 1 


NH 


3 »tti otfi oTrvnrnn v! 
J in v ui v a jr p i u p y i 


OH 

Uli 


0 —tin n Te\ 1 \7 1 
Z - LLUaZu iy 1 


IN 11 


"X „m p+Vi ftwnrnnvl 
-J lilOLUUAj' pi upyx 


OH 

Uil 


•*-iniazoiyi 


NH 


3 -tti ptli nwnrntvi/1 
j-liiCtllUAj'pi upy 1 


OH 
un 


J-UllaZOiyi 


NH 


'X _tn ptliAYvnmTivl 
j jixcuxu Ay pi up y i 


OH 
un 


z-pyrim l Qixxy i 


NH 

1> XI 


3 -m pth n Yvrvrr* n v 1 
j liic lxiu a y pi up y 1 


OH 
un 


^-pyrixni uiny j 


NH 

in in 


j iiic inu Ay pr opy l 


OH 


D-pyrimi oiny i 


NH 

in n. 


3 „m pffi ftwnrn rw 1 
J "1UC uxuAypi upyx 


OH 
un 


z-inooiyx 


NH 


'X _rn p+K ft YvnrnTivl 

-J ilivUiUAYUJ iipjrl 


OH 
un 


j-inuojiyj 


NH 


3 — m pffi ft YVftrrtTi vl 
J xiivixxu Ay px up y l 


OH 
un 


i n ri r\ 1 t rl 

D-inaoiyi j 


NH 


3 -m pfho Yvnron vl 

•J illGUiUAJ' pi Up J 1 


OH 
un 


u-maoiyi 


NH 


3 -m eth oyvtitoti vl 

J UiwUlUAJr pi Up Jrl 


OH 

Uli 


J~DCDZillXj.ulaZ.uiyi 


NH 


J iilCUlUAJ v pi Upj/l 


OH 

UXl 


_i - Dcxxzoxuryj 


NH 


3 -m eth nxvnrfvn vl 

J IUvUIUaJ pi Upjr 1 


OH 
un 


j-muazuiyi 


NH 


3-niethf>xvnTor>vl 


OH 
un 


0— Kpn?n vnTftlvl 
x-u cxx-wu a aZtSjiy 1 


NH 


3-methoxvnTonvl 


OH 

un. 


A-flnftTft-i ^riflftiityivi 

*t xxuux u x -ixapiiuiy 1 


NH 


3 -methoxvDroo vl 


OH 


S-rVi 1 nrn-'? -th i pnvl 

J — U111U1U ^» LillVllJf 1 


NH 


3 -metho xypropy 1 


OH 


4-iriptVivl-l -nanhthvl 

~ 1H v Ul Jr 1 A UBUUIU Jr 1 


NH 


3 -metho xypropy 1 


OH 


1 -Tnpthvl-2-nvrrolvI 

i llXCLlijri — > pjrllUljrl 


NH 


3 -methoxv DroD vl 


OH 


?-m pthvl -3 -fiirvl 

At'lXiVUlJrl •/ XUljrX 


NH 


3 -methoxypropyl 


OH 


5-m ethvl-2-thienvl 

■J XXXvLiljri UllVlAJT 1 


NH 


3-methoxypropyl 


OH 


4-methyl-5-imidazolyl 


NH 


3-methoxypropyl 


OH 


l-methyl-3-indolyl 


NH 


3-methoxypropyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


3-methoxypropyl 


OH 


3-methoxy-2-naphthyl 


NH 


3-methoxypropyl 


OH 


6-ethoxy-2-naphthyl 


NH 


3-methoxypropyl 


OH 


5-methoxy-3-indolyl 


NH 


•3-methoxypropyl 


OH 


1 ,4-dimethoxy-2 -naphthyl 


NH 


3-methoxypropyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 1 


3-methoxypropyl 


OH 


5-methoxy- 1 -methyl-2-indoIyl 



110 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 R 2 


Y 


0 


2-tti eth o weth v 1 

UivUlwAj' vUlJl 


OH 


1 -nanhthvl 


o 


5-nneth o YVfttVi vl 

A> UlvlUvA Y VlUY * 


OH 


2-naDhthvl 

^* XXtXL/XX Vii T Jl 


o 


0 mtn p t\\ ft wpfh v 1 

"UIGUIUaV vtlljr 1 


OH 


2-TjVIToIvI 


o 


7 -m pfh a vvpf hv 1 

Z>-illG UIU A j C Ul jf I 


OH 


3-T>VTTOlv1 


o 


0 -m pf-li a v\rf*t Vivl 

z-iiieuiuxyciiiyi 


un 


2-furvl 


o 


z-mecnuxyeinyi 




3-fnrvl 


o 


z-mc muxy e my i 


Uri 


9-triTPnvl 
z.-Liiiciiyi 


o 


z -memo xy e my i 


Uri 


^-tViipn vl 
j ujiviiyi 


o 


z-ineuioxyeLQyi 


pkTT 


^•.trvrrn^Al vl 

j py raz u iy i 


o 


z-meinoxyeiiiyi 


VJJHL 


Jr y *y * 


o 


O tM n Aim raf hi) 1 

z-meiiioxyeiiiyi 


AU 
V-/XT 


z-imiuazuiyi 


o 


z-mein oxy e my i 


Uri 


A-imi flciTol vl 

*T-imiuazuiyi 


o 


z-memoxyeinyi 


Uri 


0_/xv , O'7f'\l \/1 

Z-UAaZUiyX 


o 


z-memoxyetiiyi 


Uri 


Tf\\ vl 

*t-UA«izuiyi 




2-m ethoxy ethyl 


vJrl 


j -fjAazuiy i 




z-niemoxyemyi 




O _f liiei*7A l\/l 

z-miazoiyi 


o 


2-methoxyethyl 


Un 


/I — tVl i ft T ftl vl 

** - UllaZU iy I 


n 


2 -methoxy ethyl 


VJxl 


^ _ til 1 Q T Alvl 


o 


2 -methoxy ethyl 


Uri 


7 — TWT 1 tY» 1 n 1 Tl V I 

4*~yyi iiiijuuuyi 


o 


2-methoxyethyl 


ATT 

Uri 


H-pyrimiumyi 


o 

V-/ 


z-metnoxyetnyi 


Uri 


3 -pyrimiaiiiy i 


o 


2 -me thoxy ethyl 


Uri 


z-inuuiyi 


o 


2-methoxyethyl 


Uri 


->-muoiyA 


o 


2-methoxyethyl 


vjri 


^ ttiflrtli/1 

j-maoiyi 


o 


z-memoxyeinyi 


Uxl 


u-inuuiyi 


o 


2-methoxyethyl 


Uxl 


^ riPti t t m i H a ^ a 1\; 1 
J-UvJIZUUlUil<6U.iyi 


o 


z -memoxy einy i 


VJrl 


0 . npn tatiitvI 
z- Dcnzu iury i 


o 


z -mo muxy o my i 


nu 
uri 


^ -inHn^nlvl 
j"LilUa/,Ulyi 


o 


z-iiic iiioxy ciny i 


OT-T 
\Jtt 


9-hpn7nvaTnlvl 


o 


0 •> in p+li a w a fTi v 1 
z. - jug m u xy c iiiy i 




4- flu or a- 1 -TiJinVitlivl 


o 


-m fttli n yvp t Vi vl 


OH 


S - chl orn-2-th i envl 


0 


2 -TTI eth O YVfitll vl 


OH 


4-methvl- 1 -naDhthvl 


o 


9-m etho. wpth vl 


OH 

V/AA 


1 -methvl-2-i3ViTolvl 


0 


ethcYWptli vl 


OH 


2-methvl-3 -furvl 


0 


2-methoxyethyl 


OH 


5-methvl-2-thienvl 


0 


2-methoxyethyl 


OH 


4-methyl-5-imidazolyl 


0 


2-methoxyethyl 


OH 


l-methyl-3-indolyl 


0 


2-methoxyethyl 


OH 


2-methoxy- 1 -naphthyl 


0 


2-methoxyethyl 


OH 


3-methoxy-2-naphthyl 


0 


2-methoxyethyl 


OH 


6-ethoxy-2-naphthyl 


0 


2-methoxyethyl 


OH 


5 -methoxy-3 -indoly 1 


0 


- 2-methoxyethyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


0 


2-methoxyethyl 


OH 


5,6-dimethoxy-2-iDdoJyl 


0 


2-methoxyethyl 


OH 


5 -methoxy- 1 -methy 1-2 -indoly 1 



111 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


o 


3 -methoxypropy 1 


OH 


1 -naphthyl 


o 


3 -methoxypropy 1 


OH 


2-nauhthvl 


o 


3 -methoxypropy I 


OH 


2-nvrroIvI 


o 


3 -methoxvnro d vl 


OH 


3-nvrrolvl 


o 


3 -methox vorotjvl 


OH 


2-furyl 


o 


3-methoxvnroDvl 

JUUWU1WA J Ul Vl/J 1 


OH 


3-furvI 


o 


3-methoxvnmnvl 


OH 


2-fhipnvl 
a uiiviiy * 


o 


j —ui wuiuAypi upy i 


OH 


j-miciiy i 


o 


3 -m eth fYYVTYriTn vl 

J HAVl.LlWA.jr pi Upjr 1 


OH 


^ ».n vrn ?n 1 vl 
j-pyi<*z<uiyi j 


o 


'3_rn ptVinYvnrrmvl 
J-JLUOUlUAypi upy 1 


um 


A rt*<r» vl 

*r-pyrazu iy i 




*2 ^rn p+Vi nY\mrnnvl 
J "U1C uiu Ay pi up jr 1 


OH 


- "1 m 4 H CI "7 r* 1 V 1 


o 


3 -tti pt Vi nYvnrnnv 1 
j -m v my Ay pi upy i 


OH 

v/n 


4.im 1 H 5i Trt 1 vl 
t- mil ucLCfU iy i 


o 


^ p th n v vrvi* ay^vI 

J*"UlCLllUAjrpi Upjrl 


OH 


O _f\vu v! 
Z.-UAdZiUlyl 


o 


^-m ptlinwnrnnvl 
J liivuiuAjf pi upy i 


OH 


*t-UA.iiz.Ulyi 


n 


j 1110 liiu Ay pi up y i 


OH 


^wrtYll^rtlvl 

j"UAdz»uiyi 


o 


*/ iiiw Liiu Ay pi upy i 


OH 


O—Y'n t ci to ?\7 1 
Z-lilla^Ulyl 


o 


3 _m ptti nwnrnnvl 
^ luG uiu Ay pi upy i 


OH 


*r - 111 1 aZU iy 1 


o 


"3 _rn pHifwvnrrvnvl 
j iiiciiiuAypi upy i 


OH 


^ -tVl 1 SI T f\ 1 vl 
J U11<LZ>U iy 1 


o 


3«-mptV)nYvnrrmvI 
j — iiic txiuAy pi upyi 


OH 


*2 — n vr-i m "i /Iiti vl 
^ ¥j* iixxxiXxuyx 


o 


^ _Tin p+Vi nwnrnnvl 
j-iucmuAypi upy l 


OH 


H-py riniiuiiiy l 


o 

w 


j-jucuiUAypi upy i 


OH 


j pyruniUiiiyi 


n 


j -mciiiUAypropy i 


OH 


dfc-inaoxyi 


o 


j hi c in vj Ay pi up y l 


OH 
un 


j-intioiyi 


1 o 


^ — tti pffi n wnrnn vl 
j mo iii v Ay pi up y i 


OH 


j-inuuiyi 




3 _ rri pf-fi r> Y VY\TrtT> vl 

j mc liiu Ay pi upy i 


OH 


u-iiiuuiy i 


Q 


"^"TTiPmnYvnTnnvl 
j — mc uiu Ay pi upy i 


OH 


J-UCilZ^iIlllu.a/.Uiy 1 


0 


3 «-m ethox vnrnnvl 

J lUVllJlUAJr p 1 Upy 1 


OH 


^-hpn ynfiirvl 
i'uciitiUiui y i 


o 


3-Triftth OYvnrnnvl 
j iiivuivAypi upy i 


OH 

un. 


l-inHaynlvl 
j — iiiucLZtU iy i 


0 


3 -methox vnronvl 


OH 


2- b en to xa^o ] v 1 


o 


3 -methoxvDroijvl 


OH 


4~fluoro- 1 -n anhth vl 


o 


3 -methoxypropy 1 


OH 


5 - chloro -2 -th i en v 1 


o 


3 -me thoxy propyl 


OH 


4-methyl- 1 -naphthyl 


o 


3 -methoxypropy 1 


OH 


1 -methyl-2-pyrrolyl 


0 


3 -methoxypropy 1 


OH 


2-methyl-3-furyl 


0 


3 -methoxypropy 1 


OH 


5-methyl-2-thienyl • 


0 


3-methoxypropyl 


OH 


4-methyl-5 -imidazolyl 


0 


3-methoxypropyi 


OH 


l-methyl-3-indolyl 


0 


3-methoxypropyl 


OH 


2-methoxy- 1 -naphthyl 


0 


3-methoxypropyl 


OH 


3-methoxy-2-naphthyI 


0 


3-methoxypropyl 


OH 


6-ethoxy-2-naphthyl 


0 


3-methoxypropyl 


OH 


5-methoxy-3-indolyl 


0 


-3-methoxypropyl 


OH 


1 ,4-dimethoxy-2-naphthy 1 


0 


3-methoxypropyl 


OH 


5,6-dimethoxy-2-indolyI 


0 


3-methoxypropyl 


OH 


5-methoxy-l -methyl-2-indolyl 



112 



WO 02/085905 



-PCT/JP02/03727 



X 


R 1 


K 2 


Y 


s 


2-methoxyethyl 


OH 


1 -naphthyl 


s 


2-methoxyethyl 


OH 


2-naDhthvl 


s 


2-methoxyethyl 


OH 


2-DVrrolvl 


s 


2 -methoxy ethyl 


OH 


3-nvTTolvl 

•j lyjrxxuxjrx 


s 


2-methoxvethvl 


OH 


A 1U.1 y 1 


s 


2-methoxvethvl 


OH 


3-furvl 
j~ xui yi 


s 


2-methoxvethvl 

** uiwwuAjr vuijri 


OH 


9-thipnvl 


s 


2-methoxvethvl 


OH 


^-thipnvl 

J-lXJUCIiyi 


s 


2-methoxvethvl 


OH 

VAX 


J -p jfi aZU I j 1 


s 


2-methoxvethvl 

*» U1VU1VA T VU1 T 1 


OH 

vy xx 


4 -n VTA Tf\ I vl 

*+ p y razu iy i 


s 


2-methoxvethvl 

£• 1X1 w MI v A J ^ Ul Jr 1 


OH 


Z-lIUIUd/jUiy i 


s 


2-methoxvethvl 


OH 


4.imi HjitoIvI 
*T-liiliUciXUiy 1 


s 


2-methoxvethvl 


OH 


0 _ ftV fl t/\1 vl 
^•-UAOZiU'ljrl 


s 


2-methoxvethvl 

* UlvUivAjr wUiY 1 


OH 

WAX 


*r-UAazoiyi 


s 


2-methoxvpthvl 


OH 


C.nva T/\1x/l 

j-UAdzoiyi 


s 


2-methoxvethvl 

*» IXXw HI V/ Ajr V til Jr 1 


OH 


2-thl»7Alvl 

Ai-uiiJtzujyi 


s 


2-methoxvethvl 


OH 

\JX7L 


H-iniazoiyi 


s 


2-m eth ox veth vl 

*» xxivuiVAJr vUljr * 


OH 


j -luidzo ly l 


s 


2- m eth o x veth v 1 


OH 


z -py riniiuiny i 


s 


2-m eth ox veth v 1 


OH 


** -p y r unx lu ny i 


s 


2-m ethoxvpth vl 

111 wUiUAy GUI J A 


OH 


d -pyrimiQinyi 


s 


2-methoxvpthvl 


OH 


z-maoiyi 


s 


2-methoxvethvl 


OH 


j-inaoiyi 


s 


2— m ft t ri n y vptli vl 


OH 


j-maoiyi 


s 


2-m ethoxvpth vl 

*»— U1U Ay O Ul y 1 


OH 


o-inaoiyi 


s 


2-methoxvethvl 

Xllt/VllvFAjr WUljr 1 


OH 


J~V cnzi IQIQ aZ o iy J 


s 


2-methoxvethvl 


OH 


z- ueiizuxury i 


s 


2-m eth oxveth vl 

<f lllv U1UAT w U1Y X 


OH 


*5 _ \ tl H Q *7Tk 1 V \ 


s 


2-methoxvethvl 


OH 


O_l">ori 7nvn7nlvl 
^— UbXjjbU ao iy l 


s 


2-methoxyethyl 


OH 


■t — xxuui \} k — ll a j^f ii uiyi 


s 


2-methoxyethyl 


OH 


^-chloro-7-thienvl 

J wiilUl U a UlXblljri 


s 


2-methoxyethyl 


OH 


4-methvl-l -naohthvl 


s 


2-methoxyethyl 


OH 


1 -methvl-2-T>vrrolvl 


* s 


2-methoxyethyl 


OH 


2-methvl-3 -ftirvl 

^» U1WU1J i •"f A*AAjr* 


s 


2-methoxyethyl 


OH 


5-methvl-2-thienvl 


s 


2-methoxyethyl 


OH 


4-methyl-5-imidazolyl 


s 


2-methoxyethyl 


OH 


l-methyl-3-indolyl 


s 


2-methoxyethyl 


OH 


2-methoxy- 1 -naphthyl 


s 


2-methoxyethyl 


OH 


3-methoxy-2-naphthyl 


s 


2-methoxyethyl 


OH 


6-ethoxy-2-naphthyl 


s 


2-methoxyethyl 


OH 


5-methoxy-3 -indoly 1 


s 


2-methoxyethyl 


OH 


1 ,4-dimethoxy-2 -naphthyl 


s 


2-methoxyethyl 


OH 


5,6-dimethoxy-2-indolyI 


s 


2-methoxyethyl 


OH 


5-methoxy- 1 -methy 1-2-indolyl 



113 



WO 02/085905 



PCT/JP02/03727 



A 


K 


iv 


Y 


s 


2-hydroxyethyl 


OH 


1-naphthyl 


s 


2-hydroxyethyl 


OH 


2-naphthyl 


s 


2-hydroxyethyl 


ATT 

OH 


2-pyrrolyl 


s 


2-hydroxyethyl 


OH 


3-pyrrolyl 


s 


2-hydroxyethyl 


OH 


2-ruryl 


s 


2-hydroxyethyl 


OH 


3 -fury 1 


s 


2-hydroxyethyl 


OH 


2-thienyl 


s 


2-hydroxyethyl 


OH 


3-thienyl 


s 


2-hydroxyethyl 


OH 


3-pyrazolyl 


s 


2-hydroxyethyl 


OH 


4-pyrazolyl 


s 


2-hydroxyethyl 


OH 


2-imidazolyl 


s 


2-hydroxyethyl 


OH 


4-imidazolyl 


s 


2-hydroxyethyl 


OH 


2-oxazolyl 


s 


2-hydroxyethyl 


OH 


4-oxazolyl 


s 


2-hydroxyethyl 


OH 


5-oxazolyl 


s 


2-hydroxyethyl 


OH 


2-thiazolyl 


s 


2-hydroxyethyl 


OH 


4-thiazolyl 


s 


2-hydroxyethyl 


OH 


5-thiazolyl 


s 


2-hydroxyethyl 


OH 


2-pyrimidinyl 


s 


2-hydroxyethyl 


OH 


4-pyrimidinyl 


s 


2-hydroxyethyl 


OH 


5-pyrimidinyl 


s 


2-hydroxyethyl 


OH 


2-indolyl 


s 


2-hydroxyethyl 


OH 


3-indolyl 


s 


2-hydroxyethyl 


OH 


5-indolyl 


s 


2-hydroxyethyl 


OH 


6-indolyl 


s 


2-hydroxyethyl 


OH 


5-benzimidazolyl 


s 


2-hydroxyethyl 


OH 


2-benzofuryl 


s 


2-hydroxyethyl 


OH 


3-indazolyl 


s 


2-hydroxyethyl 


OH 


2-benzoxazolyl 


s 


2-hydroxyethyl 


OH 


4-fluoro- 1 -naphthy 1 


s 


2-hydroxyethyl 


OH 


5-chloro-2-thienyl 


s 


2-hydroxyethyl 


OH 


4-methyl- 1 -naphthyl 


s 


2-hydroxyethyl 


OH 


l-methyl-2-pyrrolyl 


s 


2-hydroxyethyl 


OH 


2-methyl-3-furyl 


s 


2-hydroxyethyl 


OH 


5-methyl-2-thienyl 


s 


2-hydroxyethyl 


OH 


4-methyl-5-imidazolyl 


s 


2-hydroxyethyl 


OH 


l-methyl-3-indolyl 


o 
o 


-ny uroxy exny 1 


r\rj 
Uxi 


z-metnoxy- 1 -napntny l 


s 


2-hydroxyethyl 


OH 


3-methoxy-2-naphthyl 


s 


2-hydroxyethyl 


OH 


6-ethoxy-2-naphthyl 


s 


2-hydroxyethyl 


OH 


5-methoxy-3 -indolyl 


s 


2-hydroxyethyl 


OH 


1 ,4-dimethoxy-2-naphthy 1 


s 


2-hydroxyethyl 


OH 


5,6-dimethoxy-2 -indolyl 


s 


2-hydroxyethyl 


OH 


5-methoxy- 1 -methyl-2 -indolyl 



114 



WO 02/085905 



PCT/JP02/03727 



-«5£ (I) T?*Sn5ft^*li-«i (II) : 



(2£#> r 1 , x, Yttiffsasc (i) tmm-z&z) ©kKn^^wtss^ 

R»B#:©:S&£tt#£LTTIBHR5£ (III) : 



(1) R 2 -= 0H©«£ 

fc£«(WfcY-CH,-Hal (5t+, Y«5£ (II) tH*7f, HalttAD^HH^ 
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3Tt. )ift**#ftTfcJE*S*T9-M#(V)ft#l«-r*. MfB^SibT^ 
fc^MJSA, *»fc;&y£A^©&KzkSlft*K **fc:?-MJ£A3F©&JS# 

5 7 tf'J5?>&£©3»7$>SI, ^tl/Tttfb7tKn77X 1,4-$**- 

t*jfiS©#«ETtS>S$1i"T2-»SH*:(VI) S^jjttS. fiStbtttthU!? 
A> *U9A*©7^*.'J*«, 7K3Hft:^-hU^A^©T;W*U^JR7K*flsW 

fc*5, fl3^«(IY)^6^«KVI)*«jfi-r*XSK:*V5T> *?0tC2-fim#:(V 
•)&£fiEU ifcVi-C, ^2-a&#(V*) £Y-CH 2 -Hal (5£*> Y«5S (II) £RltlT 
, HalfctAny>JR^££T. )££E£$ii:Xfc£W(VI)*»*Zit>T!#*. 

fc£*(vnm, ^^(vi) T*dst« c tjjf?**. m 
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(VII) 00 




(IX) (XI) 



ah, *;k>-7Ai, isi, Jtft**ft&, a^m, ffiiijk. Mtifc* 
wfc>mm., h;i/x>xjv*>ti, *x>R4ru 77jnit, ^u-omm. 
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mn%mmmmiin%}<Dm£t£mmsx±tm&L, m¥<Dttm\z&\,*Tyim<z> 
mm^mzftiTigBizmmtzzttf^Zo *mjwmm<D®i3-mmzmz 
mfe-znte^tf. t&m&£&/&tc\z^m\z&vTmbM%ftfcmm&mg:MiR 

#*Tcf, ftMumzM-rzmmmfcwtvTi*. mxm. mmm. urn 
fts-^j, &mm. &ffi%L ^u-A&K m&nm, &#m&cWM< 

<Dmm<DMm\tcnp>\zm%.znzz\£}t?3i^o 

;wsu ttau mm, &&Tffflm-fc£<omi&&mts %m, fhvm, ->a», 
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. mm, mm\t, &®m, ?wm»m* wmmmtvm 

DJWT?«7Sl/fc#lRffl, «h jffilftft, i&jRSJ, m&M, #M 

<Db<D\zmmisnz>z £&■&<, %n%\zwm^t&fcb®vtoti\z\<>frteZ'b<D 

jRfe^fc^UTjiS^J&^feCT***^ — IB^fcDO.OOl — 100 mg/k 
g ©«HT, *?£tx<«0. 01-10 mg/kgc^|SHT, miUX^IlIfc^^T^T 

*^«l*»4:B(CDff^tfCDMT»<&^l(2 0 0 1 - 1 1 8 2 3 2 #091*81* . 
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@4 mmmmzmm^mmn^ m®mm?m) K^^i^^t^-c 

^y-;K480 mL)(c^hU^A(13. 6 g, 0.59 mol) £JD*., 90*C£T#SL 
T^$i3rfc. ^ViT2-^DD7x->(4.0 g, 23. 6 mmol) SriP^.. 9B#KJP^ 
MLfco 4T;£T&:$Lfc^.£fS&fczR(400 mL) £JP;U0#|1B> 3&<j»b 
fc 0 ^Ibfc^y-JH^^JBEML^m, £§ffifczM400 mL)$JP^. 

(70 mL) Mftmuammmhtco ^m^-v^htc^ tirtovtcmfczm. 

##M2 : Z-7u^-2-7 h ^ ->-9- (6-fr D D-3-tf U gjM 7f-> 

##MlT#^nfc2-7'h^>'7xX>(2. 60 g, 12.5 mmol) 4>DMi& (125 mL 
)\Z, ^^U«>A(2.85g, 20. 6 mmol) i2-^nn-5-^nn^^jl/t!U^> (3 

. 33 g, 20. 6 mmoi) *in?L, 80<ct2. mmimmwhtco Km&ttm&mmvtc 

7]<(100 mL)£jQ*.lN&ln?**nU Z\omfc*m. 

ittruxm \aL)\zmm^^fc^ ^r^-^xm mD^upA, mfthtz. 

& ftZMm? %Z.£\Z&r)l-7\.* 5^-9- (6-^7 d □ -3- 1! U ;* 7f-> 
£#fc(i&»: 3.12 g) 0 Mr MJ? A (3. 05 g, 37.2 mmol) £2-:/ h^f ~>-9- (6 
-i/nD-3-t!iJyjMfJH7T->(3.1 g, 9.31 mmol) ^JD^fc^M^W (18 
6 mL) tc. gfiTJUBU. 92 mL, 37.5 mmol) *M7L, mWRfottlt. £J«£ 
MJ£g*bfc£L »jtfc* (200 mL) fcin*, 3k»T5N*mft^- h U tfAT^ftlL 
fro *fffibfci»ifffi*»«Lyfcft, fittilfc**>'->l'fcTf?*M&Lfc. 40t:T15 
W«flE«jftLT, efi»*JSfttUT*Eft:^«S2.38 g#fc(JR*: 623!) » 
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**/-;MllO *L)\z±hVVA(M mg, 26. 7 mmol) *JDA.*l*3tffc. C 

JW 7x->(2. 2 g, 5. 34 mmol) fcjq*., 3. 5^iD^5S^bfc. ^t^MEi 
«fU »SEfc*(100 bL) *Jn**#T* *ftttT' : f'»Lfc. *THlUfcH#*aM!l 
, 7k25fcbfc(20 mL)o COHtt&ftlfex^MSO mL) TISi££l|£ii5 £ £ J; D S 
fi»*«gStbT«IBft;^«*1.26 g#fc(JR»: 65.0*) o 
##g»J4: 2-7h^>-9-(6-^ r-^>-3-fcf U gjk2L£ik) T^n> 

**y-;M18 mL)(c^-bU^A415 mg, 18. 0 mmol) fciu*.3fcj(f31i-fcffc, 2- 
^h^'>-9-(6-^nn-3-t!U> f ;V^5 1 ;i/)Tx->(300 mg, 0.90 mmol) 

>^77>f-T»«L(S^fl/>:^^;-^ 50:1), *efc£«£148 mg# 
50*). 

##0115: 2-^;i/7$y 75^-> 

1^-^(200 mL) (:2-^no7f-> (6. 0 g, 35.4 mmol) t^JV7S 
>(30 nL) *Jn3., 130 , C*C150l*IHR^S#fc. K^*«r«JBE»|gbfca, 21*6 

5SHBfe»*H#:tLTSIHft;^«»*2.08 g#fc(JR*: 30%) . 
2-^b^y-9-(6-^aa-3-fcf U^JV^^;i/)-8-b Kp^->7^-> 
Mm (70 mL) fc##«37?#6nfeft^«»(l. 26 g, 3.47 mmol) 

fc*DSfi»*ll»a:UT*BflS^**1.20 g#fc(Jfc#: 99K). 
'OMR (DMS0-d 6 ) 6 10. 14 (1H, brs), 8.40 (1H, d, J = 2.4 Hz), 7.76 (1H, d 
d, J = 2. 4, 8. 4 Hz), 7.49 (1H, d, J = 8. 4 Hz), 6.55 (2H. brs), 4.91 (2H, 
s), 4.14 (2H. t, J = 6.5 Hz), 1.67-1.57 (2H, m), 1.44-1.30 (2H, m), 0.9 
0 (3H, t, J = 7.3 Hz). 

H3SM2:' 2-^h^->-8-h Hd^v-9-(6-^ h»S/-3-tfU 22L££ik) T^-> 
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'OMR (DMS0-d 6 ) 6 10. 09 (1H, brs), 8.16 (1H, d. J = 2.4 Hz), 7.65 (1H, d 
d, J = 2. 4, 8.4 Hz), 6.78 (1H, d, J = 8. 4 Hz) , 6. 49 (2H, brs), 4.80 (2H, 
s), 4.15 (2H, t, J = 6. 6 Hz), 3.81 (3H, s), 1.66-1.58 (2H, m), 1.42-1.3 
4 (2H. i), 0.91 (3H, t, J = 7.3 Hz). 

mMM 3 : 2- 7 h S/-9- (6-X h ->-3- fcf U gjk * £ik) -8- K D * ~> 7 7^ > 

'HNMR (DMS0-d 6 ) 5 10. 06 (1H, brs). 8.14 (1H, d, J = 2.4 Hz), 7.64 (1H, d 
d, J = 2.4, 8.6 Hz), 6.75 (1H, d, J = 8. 6 Hz), 6.48 (2H, brs), 4.80 (2H, 
s), 4.26 {2H, a, J = 7. 2 Hz), 4.15 (2H, t, J = 6. 6 Hz), 1.68-1.58 (2H, 
m), 1.42-1.34 (2H, m), 1.28 (3H, t, J = 7. 2 Hz), 0.91 (3H, t, J = 7. 3 Hz 
). 

mi&m : 2-7 h ^->-9- (6-n-:/ h 3r~>-3- tf U Vfrt^M -8-fc Fn^y7fz 



»H NMR (DMS0-d 6 ) <5 10. 25 (1H, brs), 8.13 (1H. d, J = 1.9 Hz), 7.63 (1H, d 
d, J =1.9, 8. 4 Hz), 6.75 (1H, d, J = 8.4 Hz), 6. 53 (2H, brs), 4.79 (2H, 
s), 4.23-4.12 (4H, i), 1.68-1.60 (4H, i), 1.42-1.34 (4H, i), 0.94-0.88 
(6H, m). 

a$8«**E ^t**«i t mmz vxmmfc&mzntz. 

'HNMR (DMS0-d 6 ) <5 10. 15 (1H, brs), 8.36-8.33 (1H, m), 7.52-7.50 (1H, m), 
7.41-7.36 (1H, m), 6.53 (2H, brs), 4.94 (2H, s), 4.07 (2H, t, J = 6. 6 H 
z), 1.62-1.52 (2H, m), 1.37-1.23 (2H, m), 0.87 (3H, t. J = 7.3 Hz). 
&HS0I6: 2-7h^-i-h Kd^>-9-(2-^ h^'>-3-tfU>?;i/^^;i/)T^-> 

'HNMR (DMS0-d 6 ) 6 10. 06 (1H, brs). 8.08-8.06 (1H, m), 7.21-7.19 (1H, m), 

6. 93-6.88 (1H, m), 6.47 (2H, brs), 4.80 (2H, s), 4.08 (2H. t, J = 6. 5 H 
z), 3.92 (3H, s), 1.60-1.53 (2H, m), 1.38-1.29 (2H, m), 0.87 (3H, t, J = 

7. 3 Hz) . 



y 
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UMI : t2- b *~>-9- (6-^ D h ^ v-3-bf U S^jWM -8-fc H n ^ 

'H NMR (DMSO-d 6 ) <5 10. 06 (1H, brs), 8.12 (1H, d, J = 1.9 Hz), 7.85 (1H, d 
, J = 1.9 Hz), 6.49 (2H, brs), 4.83 (2H, s), 4. 16 (2H, t, J = 6. 6 Hz), 3 
.91 (3H, s), 1.66-1.61 (2H, m), 1.42-1.34 (2H, m), 0.91 (3H, t, J = 7. 3 
Hz). 

mmmz ; 2-7 h ^->-8-fc F □ *->-9- (3-tf U 9 J)V* 7t- > 

Hod7t^> (520mg, 3mmol) ©DMFM (30ml) fc, ^#U£A (1.1 
g, 8mmol) £3-#no;*^jHf U5» • (660mg, 5mmol) £in;L. 80^1? 

5 £ tAZ&KU-zun-S- (3- lf'J^Mf;W7T->$#?t OK*:759mg) „ 
7*J-)V (50ml) K^bU^A (750mg, 30mmol) £fln*., 90*C sfcTimUT 
!^ViT2-^nD-9-(3-tf U5W*9MW 7r-> (430mg, 1. 5mmol 

8Lfc. »3t^»»30ilSJDAT»«l$i3rfca, Jim (660mg. 5. 5mmol) £;(JD* 
, gi&T-gfcEJSS-frfc. K«tt*«ffiS56bfc^ a3E*^U*y;V*^A 
^nTh^^-Tttfib mit*?U> : 10:1) , 8-^n^-2- 

:/ h * S>-9- (3- 1: V V)V * 7r^>^3 10mg*§fc = SISiRfr* ##M3&tf 
HJSMlt^#©^fcJ:0«?B{b^&#fc. 

'H NMR (DMSO-d 8 ) 5 10. 22 (1H, brs), 8.56 (1H, d, J = 1. 9 Hz), 8.49-8.47 ( 
1H, ■), 7.71-7.67 (1H, m), 7.38-7.33 (1H, m), 6.54 (2H, brs), 4.90 (2H, 
s), 4.14 (2H, t, J = 6.6 Hz), 1.65-1.57 (2H, m), 1.41-1.33 (2H, m) , 0.90 
(3H, t, J = 7. 3 Hz) . 

11M9: 2-7 b £ kzL if 5 ± *>-9- (4- tf ' J 22k * £2k) Z z = > 

'H NMR (DMS0-d 6 ) 5 10. 20 (1H, brs), 8.70-8.68 (2H, m), 7. 29-7.27 (2H, m), 
6.48 (2H, brs), 4.92 (2H, s), 4.16 (2H, t. J = 6. 6 Hz) , 1. 63-1. 55 (2H, 
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m). 1.40-1.32 (2H, m), 0.89 (3H, t, J = 7. 3 Hz). 

mmmiQ: 2-:/b^>-9-(if 7^>-2-t;v^;h-8-* ^yy^> 

^Ji&t-^m^tlK?:^ViT^»Jltl^#^bT^E^^*#fe. 
'H NMR (DMS0-d B ) fi 10. 02 (1H, tors), 8.66 (1H, s), 8. 56-8. 53 (2H, m), 6.48 

(2H, brs), 5.05 (2H, s), 4.06 (2H, t, J = 6. 6 Hz) , 1.59-1.51 (2H, m), 1 
.37-1.29 (2H, m). 0.87 (3H, t, J = 7. 3 Hz). 

~> 

##^J2if5liltUT#e>nfe 2-11-^1-^^-8-^0^-9- (5, 6-v^DD-3-b! 
U^;P^^;V)-8-fc Kn^vTx->(150 mg, 0.34 mmol) (D7*;-)l>(4 mL) 
»il:IM(4 mL) ^iP^.. 70rT9BfF B 1£OS£-frfco MJfc^£MjE3g*£ Lfc 
*&T, ^SfC7K(30 mL) fcjfl*., lN*»flS^hU!>A*»*T4>»Ufc. 

nvm<b*7U>:**S-JU 25:1), efe»*«§ftt UT«Bfls***45 mg 
#&0R*: 3520 „ 

J H NMR (DMS0-d 6 ) 6 10. 16 (1H, brs), 8.36 (1H, d. J = 1. 9 Hz), 8.06 (1H, d 
, J = 1.9 Hz), 6.52 (2H, brs), 4.93 (2H, s), 4.13 (2H, t. J = 6. 6 Hz), 1 
.64-1.58 (2H, i), 1.40-1.32 (2H, ra), 0.90 (3H, t, J = 7.3 Hz). 
!WiJ12: 2-?>*->-9-(2. 6-i?£ □ P-3-tf U gjKpLSik) -8-fc Pa^y7T 
^> 

J H NMR (DMS0-d 6 ) <5 10. 12 (1H, brs), 7.66 (1H, d, J = 8.4 Hz), 7.52 (1H, d 

, J = 8.4 Hz), 6.52 (2H, brs), 4.92 (2H, s), 4.08 (2H, t. J = 6.6 Hz), 1 

. 60-1.52 (2H, m), 1.37-1.29 (2H, m), 0.88 (3H, t, J = 7.4 Hz). 

mmm 1 3 : 2-7 1- ± v-9- (6- fc° « U 2 I -3- ^ U 22k * £ik) -8-bKa^y7f 

-> 

k°^U^>(3 mL)fc^»!llT#en§^tl(100 mg, 0. 29 nmol) Sim*., 90 
< CT30B#MS^$itfec IlSS^iEMb^, ^itfr^^^WXSO iL) 
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fcUT«MBfc£«rfc56 ig»&0R*: 49X). 

•H NMR (DMS0-d e ) (5 9.79 (1H, brs), 8.09 (1H, d, J = 2. 4 Hz), 7.47 (1H, dd 
, J = 2.4, 8.6 Hz), 6.75 (1H, d, J = 8. 6 Hz), 6.44 (2H, brs), 4.70 (2H. 
s). 4.17 (2H, t, J = 6.5 Hz). 3.48-3.44 (4H, n). 1.67-1.35 (10H, m), 0.9 
2 (3H, t, J = 7. 3 Hz). 

'H NMR (DMS0-d 6 ) 5 10. 03 (1H, brs), 8.07 (1H, d, J = 2. 4 Hz), 7.46 (1H, d 
d, J = 2.4. 8.6 Hz), 6.45 (2H, brs), 6.37 (1H, d, J = 8. 6 Hz), 4.69 (2H, 
s), 4.16 (2H, t, J = 6.6 Hz), 3.33-3.29 (4H, m) , 1.93-1.88 (4H, m), 1.6 
7-1.59 (2H. ■), 1.43-1.35 (2H, m). 0.92 (3H, t, J = 7. 3 Hz). 
g MM 1 5 : 2-7 h j£ kzgz (6-^E jWJy -3- tf U vJP ;* -8-fc Fn^yJr 
~> 

J H NMR (DMSO-d 6 ) <5 10. 01 (1H, brs), 8.14 (1H, d, J = 2.4 Hz), 7.53 (1H, d 
d, J = 2.4, 8.6 Hz), 6.78 (1H, d, J = 8. 6 Hz), 6.45 (2H, brs), 4.73 (2H, 
s), 4.16 (2H, t, J = 6.6 Hz), 3.66 (4H, t, J = 4. 9 Hz), 3.38 (4H, t, J 
= 4. 9 Hz), 1.67-1.61 (2H, m), 1. 43-1.35 (2H, m), 0.92 (3H, t, J = 7. 3 Hz 
). ' 

mmm 16: 2-7 fc ± ->-9- (thg *£Jkl$J. -3- V U 2ik * ±M -8- bjDjy 
7t-> 

^»JlT#e>n^>^^t40*^^?;i/75 >7jc«^ffiViT. &J60!J13fcRI 

•H NMR (DMS0-d 6 ) 6 10. 12 (1H, brs), 8.09 (1H, d, J = 2.4 Hz), 7.48 (1H, d 
d, J = 2.4, 8.9 Hz), 6.57 (1H, d, J = 8. 9 Hz), 6.49 (2H, brs), 4.70 (2H, 
s), 4.16 (2H, t, J = 6.6 Hz), 2.97 (6H, s), 1.70-1.46 (2H, m), 1.43-1.3 
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3 (2H, m), 0.92 (3H, t, J = 7. 3 Hz). 

mMMn: 2-7^7$ 7-9-(6-£aa-3-tfU^;M^;M-8-fc FD^->T^ 

tCo 

! H NMR (DMS0-d 6 ) 6 10. 10 (1H, brs), 8.56 (1H. d,. J = 1.9 Hz), 8.49-8.47 ( 
1H, m), 7.71-7.67 (1H, m), 7.38-7.33 (1H, i), 6.50 (2H, brs), 4.90 (2H. 
s), 4.14 (2H, t, J = 6.6 Hz), 1.67-1.57 (2H, m), 1.41-1.30 (2H, m), 0.90 

(3H, t, J = 7. 3 Hz). 
mmmU: 2-7^)175. /-9-(2-^PP-3-tf Ui^M^M-S-b HD^i/7r 



fro 

'H NMR (DMS0-d 6 ) (5 9. 76 (1H, brs), 8.35-8.32 (1H, m), 7.47-7.36 (2H, m) , 
6.23 (1H, brt, J = 5. 7 Hz), 6.07 (2H, s), 4.88 (2H, s), 3.13-3.05 (2H, m 
), 1.43-1.27 (2H, m), 1.24-1.16 (2H, m), 0.82 (3H, t, J = 7.3 Hz). 
H»]19: 2-y^;VT^ y-8-k Fn^->-9-(6-^ h^v^-3-tf U VJV^^M 7 

fc, 

] H NMR (DMS0-d 6 ) 6 10. 07 (1H, brs), 8.17 (1H, d, J = 2.4 Hz), 7.67 (1H, d 
d, J = 2. 4, 8.4 Hz), 6.82-6.76 (2H, m), 6.60 (2H, brs), 4.78 (2H, s), 3. 
81 (3H, s), 3.25-3.17 (2H, m), 1.54-1.43 (2H, m), 1.38-1.25 (2H, m), 0.8 
9 (3H. t, J = 7. 3 Hz) . 

^SffJ20: 2-^;l/7$ 7-8-h F P=fr->-9- (2-h° U 75 £ -> 

'H NMR (DMS0-d 6 ) 6 10. 88 (1H, s), 8.56-8.54 (1H, m), 8.05-7.89 (3H. m), 7 
.46-7.41 (2H, m), 5.05 (3H, s), 3.19-3.14 (2H, m), 1.44-1.21 (4H, m), 0. 
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81 (3H, t, J = 7. 3 Hz). 

'H NMR (DMS0-d 6 ) <5 9. 78 (1H, brs), 8.55 (1H, d, J = 2. 4 Hz), 8.47 (1H. dd 
, J = 1.9, 4.9 Hz), 7.68 (1H. d, J = 7. 8 Hz), 7.34 (1H. dd, J = 4. 9, 7.8 
Hz), 6.21 (1H, brt, J = 5.5 Hz), 6.05 (2H, brs), 4.84 (2H, s), 3.20-3.1 
2 (2H, m), 1.47-1.39 (2H, m), 1.32-1.24 (2H, m), 0.87 (3H, t, J = 7. 3 Hz 
). 

gj$SM22: 2-^;V7$7-8-fc K P^->-9- (4-tf U i?JM^;H 7fx> 

'H NMR (DMS0-d 6 ) 6 11.05 (1H, brs). 8.76 (2H, d, J = 8.7 Hz), 8.09-7.88 ( 
3H, m), 7.73 (2H, d, J = 8.7 Hz), 5.09 (2H, s), 3.22-3.17 (2H, m), 1.47- 
1.32 (2H, i), 1.29-1.18 (2H, m), 0.82 (3H, t, J = 7.4 Hz). 

mm&m : i-~/^)V7 $ / -9- (2, 6->^ p n-3- tf u 22k. * £M zJhfe E°±>: 

] H NMR (DMS0-d 6 ) 5 9. 82 (1H, brs), 7.61-7.51 (2H, n), 6.23 (1H, brt, J = 
5.4 Hz), 6.08 (2H, s), 4.87 (2H, s), 3.12-3.05 (2H, m), 1.40-1.19 (4H, m 
), 0.82 (3H, t, J = 7.3 Hz). 

mmmA: 2-79- )V7 $ / -9- (6-S?^ ^1/7 5 7 -3-tf U z?)V*9-)V) -8-fc H □ 
^->7t-> 

^WJi7T#e»n^,ft^.h4oa;^^^;i/75 v^t, mwrnt 

'H NMR (DMS0-d 6 ) (5 9.61 (1H, brs), 8.10 (1H, d, J = 2.2 Hz), 7.49 (1H, dd 
, J = 2/2, 8.6 Hz). 6.56 (1H, d, J = 8. 6 Hz), 6.18 (1H, brt, J = 5. 7 Hz) 
, 5.97 (2H, brs). 4.65 (2H, s), 3.22-3.15 (2H, m), 2.97 (6H, s), 1.53-1. 
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42 (2H, i), 1.38-1.24 (2H, m). 0.89 (3H, t, J = 7. 3 Hz). 

mmM2S: 2-7^'>-8-h H n^S/-!)- 'J S?;^^) 7f^> 

'H NMR (DMS0-d 6 ) 5 9.95 (1H, s), 8.42 (1H, d. J = 2. 2 Hz), 7.58 (1H. dd, 
J = 2. 2, 8. 1 Hz) , 7. 20 (1H, d, J = 8. 1 Hz) , 6. 46 (2H, brs) , 4. 84 (2H, s) 
, 4.14 (2H, t, J = 6. 6 Hz) , 2.41 (3H, s). 1.62 (2H, m), 1.37 (2H, n). 0. 
90 (3H, t, J = 7. 3 Hz) . 

HHMMi 2-7h*->-8-fc HD^'>-9-(2-^5 1 ;i/-3-bf 'J 2Jk*±M Tt-> 

'H NMR (DMS0-d 6 ) 6 10. 01 (1H, brs), 8.33 (1H, d, J = 3. 1 Hz), 7. 39 (1H. d 
, J = 6. 4 Hz), 7.15 (1H, dd, J = 3. 1, 6.4 Hz). 6.49 (2H, brs). 4.88 (2H, 

s) , 4. 10 (2H, t, J = 6. 6 Hz) , 2. 59 (3H, s) , 1. 59 (2H, m) , 1. 34 (2H, m) , 

0. 88 (3H, t, J = 7. 3 Hz) . 

mmM27: 2-7^)V7$ 7-8-t I'n^j/-9-(6-^;H-h c 'J -J)V^^)V) 75r 

-y 

'H NMR (DMS0-d 6 ) 5 9. 78 (1H, s) . 8. 42 (1H, d, J = 2. 2 Hz) . 7. 57 (1H, dd, 
J = 2. 2, 8.0 Hz), 7. 19 (1H, d, J = 8. 0 Hz), 6.22 (1H, t, J = 7. 1 Hz), 6. 
09 (2H, brs), 4.78 (2E s). 3.16 (2H, m), 2.41 (3H, s), 1.44 (2H, i), 1. 
28 (2H, m), 0.87 (3H, t, J = 9. 6 Hz). 

^3SftJ28: 2-7?)VT $ J -8-fc K a 3- v-9- (2-* ^;V-3-bf U *»V* *)V) 

~y 

'H NMR (DMS0-d 6 ) <5 9. 70 (1H, s). 8.32 (1H, d, J = 3. 1 Hz), 7.37 (1H, d, J 
= 7. 7 Hz), 7.14 (1H, dd, J = 3. 1, 7. 7 Hz), 6.20 (1H, t, J = 6.4 Hz), 6. 
0 (2H, brs), 4.82 (2H, s), 3.12 (2H, m), 2.60 (3H, s), 1.39 (2H, i), 1.2 
5 (2H, m) , 0. 84 (3H, t, J = 7. 1 Hz) . 
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ft. 

'H NMR (DMS0-d 8 ) 5 9.74 (1H, brs), 7.33 (1H, d, J = 5. 8 Hz), 7.22 (1H, d, 
J = 5. 8 Hz), 6.24 (1H, m), 6.06 (2H, brs), 4.83 (2H, s), 3.09 (2H, m), 
2. 42 (3H, s) , 1. 37 (2H, m) , 1.25 (2H, m) , 0. 82 (3H, t, J = 5. 5 Hz) . 
mffiMM: 2-^JV7$/-8-k f* a * ->-9- (6- b P n^->-3-tf U V)V*?)V) 

] H NMR (DMS0-d 6 ) <5 11. 50 (1H, brs), 9.61 (1H, brs), 7.45 (1H, dd, J = 2. 6 
, 9.5 Hz), 7.28 (1H, d, J = 2.6 Hz), 6.28 (1H, d, J = 9.5 Hz), 6.22 (1H, 
t, J = 6. 2 Hz), 6.00 (2H, brs), 4.53 {2H, s), 3.17 (2H, q, J =6.2 Hz), 
1.45 (2H, m), 1.30 (2H, m), 0.88 (3H, t. J = 7. 3 Hz). 
IWJ31: 8-b KP^>-2-(2-;* h^-»x h^->-9- (3-tfU z?)V*^)\<) 
>_ 

'H NMR (DMS0-d 6 ) <5 10. 02 (1H, brs), 8.57 (1H, s), 8.48 (1H, d, J = 4. 8 Hz 
). 7.70 (1H, d, J = 6. 1 Hz), 7.36 (1H, dd, J = 4. 8, 6.1 Hz), 6.50 (2H, b 
rs), 4.90 (2H, s), 4.27 (2H, t, J = 4.6 Hz), 3.59 (2H, t, J = 4.6 Hz), 3 
.27 (3H, s). 

mmmn: 8-bFP*~>-2-* h^->-9-(3-tfu> ? ;i/^^;M75 ? -> 

'H NMR (DMSO-de) 6 10. 04 (1H, brs), 8.57 (1H, s), 8.48 (1H, d, J = 4. 8 Hz 
), 7.71 (1H, d, J = 6. 1 Hz), 7.35 (1H, dd, J = 4. 8, 6.1 Hz), 6.53 (2H, b 
rs), 4.90 (2H, s), 3.76 (3H, s). 

^WJ33: 2-^5 1 ;V7S./-8-xh^r^ij;i/^-;i/^-^'>-9-(6->( h^>-3-HU 
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H«J19T#6tt5te-&$M200 mg, 0.58 mmol) (OMfct^Uy®®. (15 mL) 
, hUx^75>(100 /zL, 0.75 mmol), ^DDfSSxfjV (67 /aL, 0.70 m 
mol) * i?*?)V7$. J tf'J (20 ig, 0. 17 mmol) £Ji«];5U gilTm^S 
j&£i*fco K«fc7K^in^^l^ttaibfco 5* £x>I?7jc&$U lOJ^itzK 

ftttmm: 7 ix). 

•H NMR (CDC1 3 ) 5 8.33 (IE d. J = 1. 9 Hz), 7.75 (1H, dd, J = 1. 9, 8.4 Hz) 
, 6.15 (2H, brs), 6.67 (IB. d. J = 8.4 Hz), 4.87 (2H, s), 4.71 (1H. brt, 

J = 5.4 Hz), 4.46 (2H, a. J = 7. 1 Hz), 3.90 (3H, s), 3.41-3.34 (2H, m), 

1.60-1.35 (7H, 1), 0.96 (3H. t, J = 7. 3 Hz). 
HM134 : 2-7^)17* J -9- (6-^ p n-3- bf U 22k * £ik) -8-x h ± 

'H NMR (CDCI3) (5 8.55 (1H, d, J = 2. 4 Hz), 7.81 (1H, dd, J = 2. 4, 8.4 Hz) 
, 7.27 (1H, d, J = 8.4 Hz), 6.06 (2H, brs), 4.93 (2H, s), 4.83 (1H, brt, 
J = 5.5 Hz), 4.47 (2H, a, J = 7. 1 Hz), 3. 40-3.32 (2H, m), 1.59-1.36 (7H 
, m) , 0. 95 (3H, t, J = 7. 3 Hz) . 

3-b!U>?;W^;i/)7^x> 

'H NMR (CDCI3) 6 8.32 (1H, d, J = 2. 2 Hz), 7.74 (1H, dd, J = 2. 2, 8. 9 Hz) 
, 6.68 (lH, d, J = 8.9 Hz). 6.08 (2H, brs), 5.23-5.13 (1H, m), 4.89 (1H, 
brt, J = 5.8 Hz), 4.87 (2H, s), 3.91 (3H, s), 3. 42-3. 35- (2H, m), 1.60-1 
.52 (2H, m), 1.48-1.37 (8H, m), 0.96 (3H, t, J = 7. 3 Hz) . 
m M®m : 1-7 ^)V7 5 7 -9- (6-^ □ □ -3- \L U 2Jk * ±M dtd V 7 P * 5" 
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»H NMR (CDC1,) <5 8. 55 (1H. d, J = 1. 9 Hz), 7.80 (1H, dd, J = 1. 9. 8.4 Hz) 
, 7.27 (1H, d, J = 8.4 Hz), 6.14 (2H, brs), 5.24-5.14 (1H, m), 4.96-4.92 
(3H, m), 3.40-3.33 (2H, m), 1.62-1.51 (2H, m), 1.45-1.34 (8H, m), 0.95 
(3H, t, J = 7. 3 Hz) . 

mmmZV. 2-^ h^F->-8-X h^->^JPl^^H- (6-^ h^>-3- lf U 

»H NMR (CBClj) 5 8.33 (1H, d, J = 2. 4 Hz), 7.75 (1H, dd, J = 2. 4, 8.1 Hz) 
, 6.68 (1H, d, J = 8.1 Hz), 6.15 (2H, brs), 4.93 (2H, s), 4.48 (2H, q, J 
= 7.1 Hz), 4.30 (2H, t, J = 6. 6 Hz), 3.90 (3H, s), 1.83-1.72 (2H, b). 1 
. 53-1.43 (5H, ■), 0.98 (3H, t, J = 7. 3 Hz). 

HMM38: 2-7 h*S/-9- (6-» a P-3-tf U 2ik2L£ik) ~8-x h4=-$/;ft Jl/ff-Jl/ 

mmm 1 -e# e> n$fc£* won »x^;v *^ ^ t* n«j33 <h num 

»H NMR (CDC1 3 ) 5 8.56 (1H, d, J = 2. 4 Hz), 7.81 (1H, dd, J = 2. 4, 8.4 Hz) 
, 7.29 (1H, d, J = 8.4 Hz), 7.28 (2H, brs), 4.99 (2H, s), 4.49 (2H, a, J 
= 7.0 Hz), 4.28 (2H, t, J = 6. 6 Hz), 1.81-1.71 (2H, 1), 1. 52-1.43 (5H, 
m) , 0. 97 (3H, t, J = 7. 3 Hz) . 

SMMliJ 2-7 h*->-9- (2-£ P D-3-fcf U -JJkJi±M -8-x h±kMJk^Jk 

**«5T?1»6ti*ft:^«>t^nn#«x^ftMViT, H»J33il^^©^ 

'H NMR (DMS0-d 6 ) <5 8. 37-8. 35 (1H, m), 7.73-7.69 (1H, n), 7.41-7.37 (1H, m 
), 7. 09 (2H, brs), 4.95 (2H, s), 4.39 (2H, a, J = 7.2 Hz), 4.12 (2H, t, 
J = 6. 6 Hz), 1.61-1.53 (2H, in), 1.37-1.29 (5H, n). 0.87 (3H, t, J = 7. 3 
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Hz). 

mmmW: 2-7h^>-8-* h*->;ft;l^~;W^>-9-(3-tf US?J1/^?JV)7t 
~> 

'H NMR (CDCI3) <5 8. 77 (1H, d, J = 2. 2Hz), 8.56-8.53 (1H, m) , 7.85-7.81 (1 
H, m), 7.25 (2H, brs), 7.24-7.22 (1H, m), 5.02 (2H, s), 4.30 (2H, t, J = 
6. 6 Hz), 4.05 (3H, s), 1. 82-1.72 (2H, m). 1.53-1.42 (2H, m), 0.97 (3H, 
t, J = 7. 3 Hz) . 

m wj8t# ens^i t z u u €nn-^ >?)v*m ut, mm^mt mm 

'H NMR (DMS0-d 6 ) 5 8. 59 (1H, d, J = 1.9 Hz), 8.51-8.48 (1H, m), 7.75-7.72 
(1H, m), 7.39-7.34 (1H, 1) , 7.07 (2H, brs), 4.92 (2H, s), 4.32 (2H, t, 

J = 6. 6 Hz), 4.18 (2H, t, J = 6. 5 Hz), 1.71-1.61 (4H, m), 1.41-1.31 (6H, 
1), 0.93-0.85 (6H, m). 

> ? ;i/^^;i/)7x-> 

'H NMR (DMS0-d 6 ) <5 8, 60 (1H, d, J = 1.9 Hz), 8.51-8.49 (1H, m), 7.76-7.72 
(1H, in), 7.39-7.35 (1H, m), 7.07 (2H, brs), 4.96-4. 93 (3H, m), 4.18 (2H 

, t, J = 6. 5 Hz), 1.86-1.58 (8H, m), 1.44-1.33 (6H, m), 0.91 (3H, t, J = 
7. 4 Hz) . 

mmmw ; 8-(7u;^^->)^>>v^^;p^->-2-^h^->-9-(3-if'j^^^^ 

H»J8T#e.n^ft^tl^^nD^7U;i/SfflViT> ^»J33tlH^(D^ 
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'OMR (DMS0-d 6 ) 6 8.61 (1H. d, J = 1.9 Hz), 8.51-8.49 (1H, m), 7.77-7.74 

(1H, b), 7.39-7.35 (1H, m), 7.25 (1H, dd, J = 6. 5, 13. 8 Hz), 7.03 (2H, 
brs), 5.06 (1H, dd, J = 1. 9, 13.8 Hz), 4.93 (2H, s), 4.86 (1H, dd, J = 1 
.9, 6.5 Hz), 4.19 (2H, t, J = 6.6 Hz), 1.64-1.41 (2H, m), 1.39-1.33 (2H, 
m), 0.91 (3H, t, J = 7.4 Hz). 

mmmU: %-7±?)\f**i/-l-7 h^->-9- (6-? n D-3-fcf U 2JkJ^Al y^r 

'H NMR (CDCI3) 6 8.56 (1H, d, J = 2. 4 Hz), 7.80 (1H, dd, J = 2. 4, 8.4 Hz) 
, 7. 30 (IE. d, J = 8. 4 Hz) , 7. 28 (2H, brs) , 5. 00 (2H, s) , 4. 29 (2H, t, J 
= 6. 5 Hz). 2.72 (3H, s), 1.82-1.71 (2H, i), 1.52-1. 42 (2H. m), 0.97 (3H 
, t, J = 7.3 Hz). 

H»J45 : 8-^D h * v-9- (6- £ □ P-3-tf U 2 Ik * ±M 

'H NMR (CDC1 3 ) 6 8. 55 (1H, d, J = 2. 4 Hz) , 7. 80 (1H, dd, J = 2. 4, 8. 1 Hz) 
, 7.30 (1H, d, J = 8. 1 Hz). 7.28 (2H, brs), 5.00 (2H, s). 4.29 (2H, t, J 
= 6. 5 Hz), 3.14 (2H, a. J = 7.4 Hz). 1.82-1.71 (2H. m), 1.55-1.42 (2H. 
m) , 1. 23 (3H, t, J = 7. 3 Hz) . 0. 97 (3H, t, J = 7. 3 Hz) . 
Mffi&m : 8-^>y-T )V** h *->-9- (6-^ ^;W-3-bf U 2Jk* ±M Z 

■H NMR (CDCI3) <5 8. 64 (1H. d. J = 2. 4 Hz), 7.77 (2H, d, J = 7. 3 Hz), 7.69 
(1H, dd, J = 2. 4. 8. 1 Hz) . 7. 63 (1H. t. J = 7. 3 Hz) . 7. 49 (2H. t, J = 7 
• 3 Hz). 7. 09 (1H. d. J = 8. 1 Hz), 5.76 (2H, brs), 4.95 (2H, s). 4.34 (2H 
, t, J = 6. 6 Hz), 2.52 (3H, s), 1.78 (2H, 1), 1.52 (2H, m). 0.99 (3H, t, 
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J = 7. 3 Hz). 

mmmw 8--^ y±L± kjh2£ikxg j -9- (6-/ ^;w3- £ y 22L* £ik 

'HNMR (CDC1 3 ) 6 8. 63 (1H, d, J= 2.0 Hz). 7.74 (2H, d, J = 7. 4 Hz) , 7.69 
(1H, dd, J = 2.0, 7.9 Hz). 7.61 (1H, t. J = 7.4 Hz), 7.47 (2H, t, J = 7 
.4 Hz), 7.08 (1H. d. J = 7. 9 Hz) . 5.57 (2H, brs). 4.88 (2H, s). 4.84 (1H 
, t, J = 5. 9 Hz), 3.40 (2H, i), 2.52 (3H, s), 1.58 (2H, m), 1.42 (2H, m) 
, 0. 97 (3H, t, J = 7. 3 Hz) . 

H3&M48: 2-7 h^v-8- \tJi±M )\rt*±zki $z£2Jk±£ U 2Jk 

■HNMR (DMS0-d 6 ) 6 8. 44 (1H. s). 7.73 (2H, d, J = 8.2 Hz), 7.62 (1H, d, J 
= 8.0 Hz), 7.30 (2H, d, J = 8. 2 Hz), 7.20 (1H, d, J = 8. 0 Hz), 6.84 {2H 
, brs) , 4. 84 (2H. s) , 4. 22 (21 t. J = 6. 6 Hz) , 2. 42 (3H, s) , 2. 40 (3H, s 
), 1.66 (2H. m), 1.41 (2H, m), 0.92 (3H, t. J = 7.4 Hz). 
H3SM49: hl±JkIA Idt iLASM ^> W 2k±±kdh (6-* 5^-3- E U 

'HNMR (DMS0-d 6 ) <5 8. 43 (1H, s), 7.69 (2H, d, J = 8.2 Hz), 7.62 (1H, d, J 
= 8.0 Hz), 7.28 (2H, d, J = 8. 2 Hz), 7.19 (1H, d, J = 8. 0 Hz), 6.71 (1H 
, brs),- 6.25 (2H, brs), 4.80 (2H, s), 3.22 (2H, t, J = 6. 6 Hz), 2.42 (3H 
, s). 2. 39 (3H, s), 1.46 (2H, i), 1.30 (2H, m), 0.89 (3H, t, J = 7.4 Hz). 
H»J50 : 2-^;i/75./-8-b Kd^5>-9- (l-±7^)V^^)l) 7f-> 
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'H NMR (DMS0-d 6 ) 8 9.79 (1H, s), 8.39-8.41 (1H, n), 7.94-7.97 (1H, m), 
7.83-7.86 (1H, i), 7.55-7.59 (2H, m), 7.40-7.46 (1H, m), 7.26 (1H, m), 

6.17 (1H, t, J = 5.8 Hz). 6.05 (2H, s), 5.28 (2H, s), 3.09-3.16 (2H, m), 
1.36-1.44 (2H, m). 1.21-1.29 (2H, m), 0.83 (3H, t, J = 7.4 Hz) 

^WJ51 : 2-^;V7$y-8-b Pn^->-9- (2-j-y^)V^^)V) 7y"~> 

fro 

'H NMR (DMS0-d 6 ) S 9. 69 (1H, s), 7.84-7.89 (3H, m), 7.74 (1H, s), 7.47 
-7.52 (3H, m), 6.21 (1H, t, J = 5.8 Hz), 6.03 (2H. s), 4.97 (2H, s), 3.1 
2-3.20 (2H. m), 1.41-1.46 (2H, m), 1.22-1.31 (2H, i), 0.83 (3H, t, J = 7 
. 4 Hz) 

HHM62 : 2-^h^^-8-fc: FD*~>-9- {\-Ty^)V^)V) 7t-> 

'H NMR (DMS0-d 6 ) 8 10.21 (1H, s), 8.37-8.41 (1H, m), 7.85-7.98 (2H, m) 
, 7.55-7.60 (2H, m), 7.41-7.47 UH, m), 7.25-7.28 (1H, m), 6.52 (2H, s), 
5.34 (2H, s), 4.10 (2H, d, J = 6.6 Hz), 1.55-1.61 (2H, m), 1.29-1.38 (2 
H, m) , 0. 87 (3H, t, J = 7. 3 Hz) 

^SM53 : 2-7 h^$/-8-b KP^->-9- (2-^7^;M^) 7t-> 

'H NMR (DMS0-d 6 ) 8 10.12 (1H, s), 7.87-7.90 (3H, m) , 7.76 (1H, s), 7.4 
6-7.51 (3H, m), 6.45 (2H, s), 5.02 (2H, s), 4.14 (2H, d, J = 6.6 Hz), 1. 
55-1.63 (2H. m), 1.31-1.39 (2H, m), 0.88 (3H, t, J = 7. 3 Hz) 
§l^ffJ54 : 2-79^7 5 7 -8-fc Ha ^->-9- (5-# □ n-2-^x~ Jl^^;iO 7 

'H NMR (DMS0-d 6 ) 8 9. 85 (IE s), 6.96 (1H, d, J = 3. 8 Hz), 6.91 (1H, d 
, J = 3.' 8 Hz), 6.23 (1H, t, J = 5. 4 Hz), 6.07 (2H, s), 4.87 (2H, s), 3.1 
5-3. 23 (2H, m) , 1. 43-1. 53 (2H, m) , 1. 24-1. 37 (2H, m) , 0. 89 (3H, t, J = 7 
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.3 Hz) 

H»J55 : 2-^;V7$/-8-hKP^'>-9-(6-^^;i/-3-tfU^Jl/^^;M7^ 

x> rgll 

nMM21<Dik&M (2. 52 g, 7.70 mmol) (520 ml) £0. 5N 

(30.8 iDSJn^ ffiffiUfcfciifcatlRU Sffifc£*Jfc#fc. 
IP 249-252 "C 

Calc : C 45. 17, H 5. 45, N 23. 04, S 7. 54 
Anal : C 44. 96, H 5. 56, N 22. 90, S 7. 53 

H»J56: ^V7,Mmmmz&V%^>?-7^u>mm.ftm (in vitro) 

C3H/HeJ&^r>X GHH£ ; 8-10SIS&) *>6»«£*fflU 5*FBS£#t?MEMiM 
£fflV>T2X10 6 celll/ll(DMttiijt«l8l, 247^^-r^D7 p l/- h£># 
£x;Vfc0.5 mlTo^aUfc. fit, ilgife-efRlfctift^li (0. 2% DMS 

ofc^tr) &#£xm:o.5 iifoimi, sx co 2 -r ^^-^-ft-wc, 2 
• mm^mbft^ ®mm*Q.2^^ ?n*-?-<D7 ^ )v*-T~mmzm\sTi% 

m±m&%tz a «*±»tfCD-f >^-7in>*fttJ. A. Armstrong, Methods 
in Enzyiology 78, 381-7fcE«0A-f:f 7y-fe< fc«fc D£*bfc. T&fr'fel 
X10 4 cellS//50/ilOT^Xl@lil^ifflJ^ L929£96ft©ig^;/l/-hT24i$Wi& 

g& 50mi©wr**j:**i8idu mz2mmmmLtc 0 m>T*m&nft 

%ik&mm£LTs 9-^>^;H-W7$;-8-kKD^y7T^> (W099- 
283210^Jfi«24©ft^«) , #%^W!l2«hbT, 9-^>^Jh2-^h + y-8- 
bKn^>7f-> (W099-2832KD^^19<D^b^tj) , Jt«^l fc LTR-837 ( 
'fS^H) , Jt«H2£LTR-848 (1- (2-kFn+y-2-^5 : ;^ntJW -2- 
^ h^v'X^JP-lH-f 5^/[4, 5-c]*/U>-4-75» £/BV>fc„ ^2fc#ft 
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mmmbi: ^^x^n^^y^-y^aymm^m an vivo) 
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(ing/kg) 


0. 01 


0. 03 


0. 1 


0. 3 






123±87 


322±95 


623±32 




25±17 


388±87 


1211±263 
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353±73 • 
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1222±248 








347 ±149 


845±22 


<±?«fcfe i»io 


1 13±5 
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«±r <fcfc Ami t n 
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568±160 










! 31±5 


<*r-fcftr /Hit 1 0 








304±138 


-*fc ftoi 1 ji 
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603±147 








251±46 


7I6±155 






31±23 


183±43 


999 ±379 


rf? -fcftr ywi t o 








94 ±49 




14±5 
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15±8. 
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mS0822 






21±9 
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^SS«123 






42±7 
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HJEM24 
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HSS^J25 
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151±29 
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721±299 


^IM26 
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H«S0!I27 




14±3 
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Hil^J28 
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1462±260 


HJ60929 
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55±25 


275±165 






60 ±40 


186±42 


317±160 








1638±246 


1961±950 



gmtj %-2^*¥)V\z&tfZ>-(>$-y3.u>MM1fem (in vivo) 

u >jjm fcmmms 6 1 mm o^m-cmfe v tz „ &mmm'& \z% # s stm * © < 
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#12. 173±6619 U/mk H»J27^14, 488±6365 U/mK ##M2^18, 305±5578 

^lMfe^^&n^o^o 

mm&m: th^ffishmmmm®. (pbmo \z&vz>^ y$-y ^u>mm^m 

m^y>^4 75£©*iljftL£'\AU >inUskV, Lyiphoprep™ (NYCOMED P 

harmaas) zm^tc®§i%mwbftm\z£v&m®mifc (pbmo zmMLtc pb 
m^msk^n rpmi \umi&T«2m&&Lrc&, iQ%v->mtf jtmmM rpmi 1640 

&mk&®<Di?&T'T?5% coi-t >*3.^-?\*n?Mx:\zT24mmmmvtz. & 

Jifif £*mii§{;: «k D SNKU IFNBI*filttCDM€Hlftfcft-rs ^T-20 < C^T-e 
*«±»tf»©t MFN-a©gatt7V5/^Aa©»J*ffiELISA' sy 
stem£ffiJHL&. 3S4fcj|g*&^?\ (-) tt«ffiE# (1.25 pg/il) NTtt 



^>^-7xD>^gft (pg/inl) 







mm m 
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tttt*l2 
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NT 
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7 
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64 ±40 



TilftCDBALB/cTtf**:, 10 i±gO*#7 >$©*f$#7 v c4 BgCD#lHfc; 

7;p$=-9Ay;p (loo/z d &mefiS4UTft*u, i4B«HfflT®jnfcgb 

fee *®7B&, )»i§]SD&'U Mfc«*ya« (10*) , 2-^^7hx^ 
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S-)V (50 ill) , ^-~>U>G (100 U/ml) , Xhl/^h7^-» (100/zg/ml 

) z-stsmi-mtozmnvs mmmnmrn^mrnvtc. mmmmmm (sxio 6 

ce 1 1/200 nl/we 11) fc^-^7;i/^5> (0. 5 mg/il) & £im®rtb£t)£»]L 
, 3713, 5* C0 2 #ffiTT3B^^«brco ^m±^^>(D^ >*£ELISA£ 
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_ 


mm m 


n i 
u. 1 


1 


i n 
lu 


i An 

100 


JUliS I7'J 1 


no 
Do 


7 


Z 


<1 ! 




At* 

96 


4 


Si 


<1 






54 


3 


<1 


^zfai/y l i 




4U 


\l 


\1 






32 


<l 


<1 


«M20 




106 


23 


2 


&JM21 




53 


l 


<1 






88 


9 


1 


IU60!I25 


86 


2 


<l 


<1 






30 


1 


<1 


itvtmi 




18 


1 


<1 


itmm 


90 


24 


1 


<1 








109 


24 




107 


48 


1 


<1 



\\,-m&mmfem (% of control) 





mm (nM) 


0. 1 


1 


10 


100 




116 


41 


16 


15 


mmm2 


98 


37 


14 


12 


mmmio 




91 


32 


15 


mmmn 




77 


24 


10 






83 


16 


13 


«M20 




106 


71 


19 


mmmi 




97 


23 


15 






115 


50 


18 { 


mmm2s 


102 


31 


13 


13 






68 


20 


12 






54 


15 


10 




106 


73 


18 


10 








92 


69 




99 


79 


16 


11 



142 



WO 02/085905 



PCT/JP02/03727 



HUME: 7yh^tf?>MfM 
^6 



Cmax&J;££Tmax 





Dose 
(mg/kg) 


Cmax 
(ng/ml) 


Tmax 
for) 


H Will 7 


3 


310 


1 


H»J19 


3 


188 


4 




3 

10 


18 
150 


1 

0.25 




3 


565 


0.5 




3 


90 


0.5 




3 

10 


19 
15 


1 

0.5 



5. 53%^x>m ( i imm) t, i n% y >mz:^- h u ^i* (&*) bm^ 

bfc«««(pH2.5. 5.5, 7. 4) £4b£«»lU 

OOOrpm, 20min)fS o ^-CDm, ±«4«Ofl2^'»»*4HPLCT?J&jil/fc. T«fc* 
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(|ig/ll) 





pH 2. 5 


pH 5.5 


pH 7.4 




784 


20 


18 




350 


4 


3 


mm 10 


34 


15 


10 


mmm 15 


140 
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<1 


mmm 16 
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NT 
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<1 



day 0 £=fctfday 1\ZW&7)V7$. > (OVA) 1 mg£Al(0H) 3 100 ig 

hmmmzl mlg:#L&^£fTV^ day 14£1% OnmWLZM^fc*?? 

n.mn&*t\s, m.mum$mz%m^BM&®*m^wm*<Dftmz* 

Hinkelman^fiU ^<DWi*ti V > h Vtc e MMt IT Sens i. -/Cha lie. +, CMC- 
NaRl£Fluticasoiie£MV>fco m lRUymz^fDm^^-To 
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x 10" cells 






. mm 




Sensi.-/Challe.+ ' 


26.22 


15.60 


6.37 


CMC-Na 


319.55 


281.89 


115.08 


MMM 27 O.OOlmg/kg 


383.85 


392.01 


160.04 


£ mm 27 O.Olmg/kg 


186.77 


161.86 


66.08 


HflS^J 27 O.lmg/kg 


46.84 


51.84 


21.16 


Fluticasone O.Olmg/kg 


300.07 


231.84 


94.65 



day 0\zW&7)l'7$.>WA) 2 p.g£.k\ (OH) 3 5 mg£^OTf££v£XJKKf*l 
(C500 /£l&#L&^£frV^ day 14fcx-^;)/j«$£i#TTl mg/ml OOVAiM 



»9 





UK ( mm) 




TO 




mmmm 




0.034 


0.021 


0.009 


17 4 // g/ear 


0.046 


0.024 


0.010 


17 40 //g/ear 


0.048 


0.013 


0.005 


17 400 # g/ear j 


0.014 


0.008 


0.003 



*&RencaM& DA¥) £5xl0 4 cells/0.05 ml/mouseT&FWfltb 

fC$Hj\ )Z-ir)V (0.^%ti)l^^)V^^)l±)lu~7, CMC-NaifB® 
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*T3) zkJSBD , 1 mg/kgRtf3 mgAgOHJfiW270ib'&«l*, iP!/>f^^ 
T&mmnn-ZL (10 ml/kg). ^fcT^^Sfcf) lxlO 4 U/0. 1 mlS:^5xl0 4 
U/0. 1 mlOT^7X-r>^-7xn>a (£AT,' mlFN-a iEifef 
Tft^Ufc. g:4«4B«fc5lE!£;WU&. &J$3ttfcttflt©fte[U (nnORtXfi 
Sm. (d)«92@M-»U ffi^WatV] (nun s )£|£fcBLfc (V=LXW 2 ) 0 
Steel©#MJ*tfct;:J; O^rit^&^fcfr ofc. IfcJtfcteTlie SAS system for 
Windows Release 8.01 (SAS Institute Inc., Cary, NC, USA) £&JBLfc. 
&te*>5i!830B©*§fcSHra&Ktt, EfW^&StffcfcS&^^-U Rene 

LfcJttSft^ff ©¥i$li (n=6) £111 3 fcjSbfc. -tcojg*. *JS«27©fc'&«iRtfmI 
FN-aa#»tttf-^;^##K:Jt^ll**a*«**fc/jN$ < (P <0. 05) , H»J 
27©fc£'*l«!4HaIFN- a&^t IW&±©ffijMH»*£*T Z. £Wt>fr o fee 
H%ftJ66 : a^^^x;i/T^Xtcfe^^^ji^J27©^fe©^M^^:(^S 

© ss & ^ ft m ffi a m oy2944-hm-i m m w (E&^iuf) &ixio 6 

cells/0.05 ml/mouse T£l*l^*iLfco ^ffiioa^ ^>^-;«^T« 

yyi:T»«s«^ifc. SHfc#aaj€*ffv^ frao¥^tt*«sara«ic^ 

S«t5^#^6 ET^ 3$Mc#W\ t*-^;P (0.5XCMC-Na*»8O , &tf3 
mg/kg©llifcW27©ft;£4&£, i^Pl/>xSffiViT5SfJJgPg:#b (10 ml/kg), 
£fc5xl0 4 U/0. 1 ml/iouse©mIFN-a£1f&fc&TiS^bfc. tS#tt4B«fc5lfiF 

*£PJj£Ufc 0 HI^Ci!i|rS«fflL/,«G^0^*WBB«§Kbfc. Steel©^- 
SJtttfCk O^it^^SSrfrofeo ttfefcttThe SAS system for Windows 
Release 8.01 (SAS Institute Inc., Cary, NC, USA) £&fflL& 0 
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«i o 









5 




5 




0 



»J67: MM 



*MM25<ZMb£t) lOmg 

¥L$f 600mg 

250ig 

k \*u**/7u\i)\,±)Vu-* 30mg 

Xf7U>i^Jl/'>^A 5mg 

nm&mvfc&y!) 20mg 

-^n-;KM«tt^J) 5mg 

t Fn^i/^ntf^-fe^a-x 200mg 

*$>;-)V 2 ml 

s;^DD^^> 2ml 
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W 5jc © $5 B§ 

1 . -$5*; ( I ) : 
NH 2 

W CD 



■»ei/<H#ijfto, sained itasjsc^ RtxiKSiig^e^saf^saK 

a*?an*l«*U<tt2«CD^nK^*^to|(|^2j|tt»**AT , nai**'r 

3. hub-hks (i) \z&^t. w^mm^<D7)v^jvmi!$>^m^(Dmm 
m i mmnft&m. 
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7. iirB-jRss (i) csht, ta«, #mm%L<\tmm<D?-7*u>mx\z 

8. tMre-jR^ (i) £&v>t> ^^i~4cdt;w^;I/S, ^5H$:i~4© 
7;m^^s, zkm*, #?iit^i~4©7;wi^:t^ ;\ny> 

9. una— asa (i) tc^viT, m, fcmm~wT)v*)i>&s &*»i~4© 

10. Xtf* NH X^jt^MTT*^«^©i5ffl^9^{cf3«©^^| 0 

i 2 . if ^©fgfflU i~io aovi-f 1 3HteB«©fl:'&*ft*r3»idt»fr« 

1 3 . it^oigHB i~io s® v>rft*> i mz&moik&mz^fcftt-t* 

1 5. fi#©$gfflf|i~i 0S©Vim^l5lfc:IB«©^'»**S&i$^tr* 
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